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Ci-6T;v:* y ^' ;vT 5 ^'^^ 
T U - 'i^'— T ^ y 

r6' ''isxxM^' iwi— i/c{±^5&oT. 7K*M^t/^fiCi-6T;v^;vS=lr*t. 

r3" ^ ti7X*Jr.^S^^JiCi-6T;v^;v*=lr»L^ 

mti 0-2 (^^ijc^^L. 
Xti7X*Jl?-^ fc(i7Xm^*^ t> 
ni± 1 ~3 O^m^^L. 

*(iRt/'f±si£«^*L, R^" '^^7mmi^x-^ y) . H^ym^-e^^. J^. 

[If ^TJ 2 ] 

[li*:»3l 

R^" ^>{)^ Ci-3T;v^;v^ (^:cc)t;v^;v*<7) 1 JiJ._L<^7jc*il^ii. 7X@t^> /Nn^-^ 
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RSa^s, /Nny>M^. r<y&. Tz^v&. Ci-3t;v* ^ c 

r3" " ^^^Tic^j^i^t /^{±Ci-3T;v^>'v^t?2b^> fi^:^ 1 iam<^'fb^t/^ ^/^t±-?-tL 

R-^ " ^ *^7X*M^ t fz i± 7Xm^-e 2b f9 . 
R*" ^«*j[I^-e^^), 

r6 ' ^ io J; tJ^'R^ ' (D\^^-ttL7!}^—yj-^'^7K^W-.^X-$) ^) , 

8 1 _ 

. v-Ci-5T;v^;vt5 y^. ^/itiCi-sT^v^^vr ^ y S (^c9t;v^;v*o 1 
tLTv^t:^) iv^) -cab*). 

X7&^^7X*M^-e* 19. 

[W^TI 9 ] 

r6 ' ^ is j; tJ^^R^ ' 7?)^^ ^) KykmJ^-^X'^ 19 . 
R^" " ^^7K*i^^-^^^ ^9 ^ 

.*;^:6^-MM^-e^ !9 ^ 

m{± Otr^ i9. 

n ^ L < {± 2 T'* ^ 1 |B«<^<b^J^. ^ -e ^^ ^ 0=|iJl^fi^ ^^^^-^ v 
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[»« 1 0 ] 

(II) 'cm^i'i'^it^'^. tfza^nh<Dm 




6 HO 



HQ 
H2N-4^) 





(II) 



NH2 



1 pj5C 3 



n 



n {± 1 ~ 3 c^^^'Sr^-f] o 

[if 111 ^ ^ 

-I:'Sm$i^^v^-c^> ivO . C2-4 T;V'>--;v*> i fc(iT5 y Ci-3T;v^;v» (clot 

5^*, 7X1^^, ^xnr V -JV^-t?-gm^^Tv>-c ^> iv^) -e-gm^tL-cv^T^ J;v>) 

m^m 12] ^ , ^ 

R^^/i^ Ci-6t;v^;v^ (^<7)t;v^;v^(7) 1 i:i±07]c*IlT-f±. Ci-3T;v=i^vs 
5 y^<75 im±(7)7X*m^ti. Ci-3T;v^;v* (c<DT;v^;v^oim±<^7X*iF.^^{±T 

R^'^Ti^. Ci-3T;v^;v^ (^cot;v^;vS<d UJJ.±<D7X*il^{i. Ci-3T;V3^ vstr 
«mittTv^-c^> J:v>) . C2-4T;v^^;v^. t /;{±t ^ / C1-3 t;v^;v* (iOT5 

^>J:v>) X^;i>. W^JII Oiam^T^^b'^if^. ^ fc}i^tLP,(7?m^S<3l::K=#^tt^ ^^^) 

L < «M#n^o 
[iH*Tl 1 4 ] 

-1^^ (III) x^$^x^^b'^i^> tfzit^fih<Dmmm^\zmm^fid^m.^\^< 
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Ut3] 




[<b4l 




r3" isimi^" -^ti. |W|— t /^{±M3&o-C. 
rs' '^ioii^^R^' "^{i. |W]— $ /;{iM>&o-c^ 
rti 0 - 2 <7)^i5:^^L^ 

sti 1 - 3 (7)^ic^^t> ... . 

*iiRtfcttss£m^*i-^^ f^f^^^ R'" ^ R'" ^ > R' :BJ:tFR« H^t 
immm 1 5 1 . ^ 
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r6' ^ <'{±|WI-$ TttiM'&oT. 

R*" '=75^^7it*Mi^-e^^). R^" ':^^7mm^'^^^ R'' '^jSiO^^R'' 'i}'ti><<Z7mm=?-^' 
^Ki. R^" ' is J; t^Ti^" "^^ei^^i: ^ tC7X*Jl^^^^ ^ , r;0^^ 0 -e^ ^ . J^^7X*JF.^tr^ i) . s 

[lt^:^l 7] 

R^" ^:fy^7mw.=?'X-^y). R'" H^7mm-^'^n. ^i^xz/R' H^ti,K7mm.^'c 

ab^. r6" Kn^v^f-iV^-tr^^), R^" "^XXfR^" -^cov^-f tL;0— ^/6^7X*M^ 

T-^ !9 . r:^^ 0 "Cab ^; . j75^^7K*JET--eafe 19 ^ S7&^^ 2 -e^ ^ . W*:® i 4 IS«<^<fc^t/. t 

m^m 18 1 . ^ ^ , 

R'^" ^75^^7X*i#>^-e^ R*" ^i}^7Km&'^'^^ ^ R^ Kndrvp<-?-;vs-e^ (9. R 
3" jsir/R^" H^t^K7mB.^-^^^^ . s;6^^2-e^^^ If 1 4 ismc^'fk'^t?^ t 

fzit^izh(Dmm^mKW^^fio ^^^^ l < fivtwtJo 

1 9 ] 

5 -7^;t^->- 4" -J^t:- 5 -3iidf^nnT;v^*~>>> 
5 4" -aie- 5 -:^\£t^ jry\/^-ti^yy. 

4" 5 _jiifT;v^:* v>> 

[ (s) - (3-75^-2-11 Kndf>'7°n/NV-f;V) ] -5, 4" -vJ^ 
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5 -:i^ii°t;v^:* V >'> 

5 - ^iy - b -J^^T ^ y T P^iJ 

6" _-^5y;>(^;v_5-j:.t°7';V-^:^>'>' 

3' , 4' — vx't Fn — 5 — ^ti t;v^* V >'> 
5 3 ' ^ 4' ->?xti Kn- 5 -^tf7;v:tnT;v^:^->>'> 

5 _7-:tij.->_ 3 ' 4' -J^rt FD- 5 --^itfr^ y T^V^:^ 
l_]Sf_[ (s) - (3-T5y-2-t F^df->•7°^/^V-f ;v) ]-3' , 4' 

t: F n — 5 — t: V ^ * >" ^ 
3' , 4' -VT^'tiFn— 5, 4" — v^tf T^V-^::^ 

5 -'t:^-;^^^ 3 ' , 4' -i;T'tFn-4" -a^lf- 5 --^ tf7 n T -> > 

5 3 ' , 4' -vT''llKn-4" - ji 5 t°T 5 / T;V-^^ 

4" _^-^drv-3' , 4' - vT^^li Fn- 5 -J^li°T;V^* v^. 

6" -T 5 y y •9^;vt;v-^>^7 v>' 
lii^TS 2 1 1 

1-19 (D^>-rfi^ii)--M^^t^w.<Dit^m. ^fz\t^fth(Dmm^m\~f?m-^f^n 

[ft ^11 2 2 1 

-1^^ (la) : 



,4"b 




Ci-6 TJi^:* y v-S, 

Ci-6 T;v:^; y ;vT 5 

7 i; — -il^ 'J^'" ''^ ^ *^ 
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mm<D^m ^^vVVH-'Ii^-fe^^K-^^J^B (MRSA) lc*?i:&iifmT^y^-'Vnv 
[0 0 0 11 

(MR S A) tc^^*>fcWT^ / ^'V K^tjL^^Kl^M^^o 
[0 0 0 2] 

MRSA(±. ^mmmi^zx^mmKimL. mmi-^'isx^^-^MM^^mm^Momm 

[0 0 0 3] 

f!lx.if. J. Antibiotics. 2 4^. 19 7 1^. 4 8 5M 1 ) 

^h55^T?i^$^^-C^^). -> >{± 1 9 7 5 ^J^J^WMl^^^^^S^-fb^^^feSU t LTlK 

<'ftM^tLTv>;i)o 

10 0 0 41 . , ^ 

tfz. J. Antibiotics, 26^. 1973^. 412H (^^#fF«2) Kii. 'y^* 
iyy(DliiL<DT^ y ^Vu^^yy'^^} )Vm (HABA) X-T^yMt^fhti ( 

S) _ 1 _N- (4 -T5 7 - 2 - t: Kn^vr^n^;v) v^'^^^rvV (t;v^^->>) 
>J>-*^^$tLT^i3. T;v^?!;'>>id: 1 9 9 0 J: MR S AS^SO#^*^ ^ LT^ftffl 

[0 0 0 5] 

tfc. S:*:^!:^^?*^^*!!^^ 5 0^. 2 0 0 2^, 4 9 4M (##W^:tm3) t^f±, 

T;V^?5? v>ir^L-C®JS»140MR S A(±M^^ttTV>;i> %(7)co, IS^^LTi^Sit 

« E^i^± titbit I- '^^''^^"^ tij^^^f^'^^^^o 

[0 0 0 6] _ ^ 

#i^^^3 2 1 5 7 5 9^^m. (mWXmi) T;V-<*v><7)5OT^lf« 
WtVX. 5-gm-2" -T^:a-^v-2" -T^yilS#^^^ |it'Mtc:t«tl^<l:^^ i: 

[0 0 0 71 

^itlll#t^=^4 0 0 0 2 6 1 ^<2rm (#11^:5:^2) i3 J; 4 0 0 0 2 6 

tfiiS#<^^5i;MR s AS'fetcov^Tti, ^P^^^piTj^^) $n-cv>*v^o 

[0 0 0 81 

tfc. #<&BH6 3 - 1 0 7 1 9-t<Zr# (#lt«4) t^ii. ®^ <^»'I4mt^*?il'^*n:W 
^JM'I4=^*-t-5. 1-N- (L-4-T5/_-2-li Kndr->-7^-f-i;;v) -3' , 4' -i^' 
7":^- ^ V ^ -7 ^ V > B 0$i5t;^-&:*^^M^ ^ tLT o 
[0 0 0 91 

The Journal of Antibiotics (1981). 34(12). 1635-40 (##W^^M4_) t^fi. 

10 0 1 01 , , 

tfz. Carbohydrate Research276 (1995). 75-89 (#^#1^^:^^ 5 ) J::}±. 
_ 5 _ a, tf 7 ;v ^ n T * y^om^-l^m^ i TO«^Stt^^T?fl7F $ tt-r „ 
[0 0 1 il 
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tfz. The Journal of Antibiotics (1998) , 51(8), 735-42 (^^|f»6) Kit-. 3 
[0012] 

tfz^ The Journal of Antibiotics(1975) , 28(4), 340-343 (#^#i^^^m 7 ) Kit. 3 

[00131 

[#R^^m 1 1 m'fm 3 2 1 5 7 5 9 

2 1 ^m^ff^ 4 0 0 0 2 6 1 

mwxms] ^mm^m4: 00026 2^5^*^ 

I#l1^^m4 ] #<2rHS 6 3 - 1 0 7 1 9 ^^$11 

[^Mfi1^:5:i^l 1 J. Antibiotics. 2 4^. 19 7 1^. 4 8 5i: 

{tmWt^^2] J. Antibiotics. 26^. 1973 ^> 412K 

mmwficms] B^^it^mm^^mm. 50m. 2002^. 494k 

l$M^^1CM4:] The Journal of Antibiotics(1981) . 34(12), 1635-40 
[^^#it«5] Carbohydrate Research276(1995) , 75-89 
W^ffXUQ] The Journal of Antibiotics(1998) . 51(8), 735-42 
The Journal of Antibiotics(1975) . 28(4), 340-343 

[0 0 14] 

m^hii. r)v^fii/y(De' fi. 3" fi. 4" 6" mz-o^.^xmmiY.i^fzit^^m 

[0 0 15] -^^ ^ 

[0016] 

-f-LT. :$:|&BJ<7)||-(D»tcJ:-i.jb'&%ii. (I) T'*^ tL;Z)'fb^t>. tfz\i 
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TV K*, 

Ci-6 t;v:* y v^, 
Ci-6 T;v^;vx;v:^^^;v:t^ vft> 
Ci-6 T;V* / -'I'T 5 y 

Ci-6 t;v^>'vt 5 (i(7)T;v^;^*<^ 1 J':J.-t<^7X*M^f±. 7^-;^^^ 

d:mt^^^ t fz fi - mi§^ ^mv. 

n {i 1 ~ 3 <7)^i^^^Ls 

vici-e R*" ^75^7X*iKT--e2b R'" "^T^^^XmStrab ^; ^ .-^^^TO^^^^ii^ R'' 

[0017] 
[0 0 18] 

<Dt^»m:SJfLMR S ASiJti. (la) : 

[<l:2] 




r4" ^'isit/R^" iwi-t/cii^^oT. 7K*m^i ^^t±7Xm^^«t. 

C 1 - 6 T ;v ^ ;v :^ ;v /3> ;v :t ^ >' ft ^ 
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r3" ^ i±7K*Mi^t /ciiCi-6T;v^;va=^^L. 

[0019] 




;Vi^;v^<7)m±(7)7X*II?-f±T5 7Km». t7t}4-^xnTV-;V»-C«m:^tL-C 

n 1 ~ 3 <7)^^^^-r] X^&o 
[0 0 2 0] 

[0 0 2 1 ] 

[0 0 2 2] 

tf^^ :^mM<r)m^(DWM^^ ^ ^It^'^^li. — (III) -e^^tL^'fb^^, 
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R4»d 

R3"d HO 




P 



6"e: 



r3" = jsimt^" '^{i. m—tfziim^j:^r. 

Ci-ioT;v^;v* (ccot;^^;i-^(^ im±<^7X«^=-{4. tK^^. tv-;i-* (7Xm* 
R«' "^^iCFR^' "^ii, |Wj— S /c(±^>&o-C. 

r{40 -2 60^^=1:^ 
si± 1 - 3 <7)«=lr^L. 

*{±Rt/cl4S@£^^^-r75^ /if£L. R^" % R'" ^ R' \ isxm' '-^^t 

[0 0 2 3] 
[0 0 2 4] 
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[0025] _ 
[0 0 2 6 ] ^ , r 

:=^mmmK^\^^x. #tc»ff?'&v^i?t'9> lto rT;^^;vj , rr 

v^im^K l-3'fSOM«. m*^L<MmiI^^^^tp5-6*^-rnTU-;V (5-6 

[ 0 0 2 7 ] 

5 — Jii£y ;v-^:^ -> 

2ls:^13g(D^-Ot^»lci3V>-C. R^^-e^^tt^/Nn^^m^i: LT}±. ^J£ff> ■7«;'* 
[0 0 2 8] 

[0 0 2 9] 

i L < {±Ci-3 T;v^;v>5.;v5}.ri;v:t^v*-e^ 19, -€-(7)*#f!lfc LTti. 

;>f f- ;v X ;v 5}n — ;i/ :t ^ V afe ^ o 

10 0 3 0] . ^ 

:$:|§HjcO^— (75»t^i3V^T. R5^-e^$:lx;S) Ci-e T^V* ^ ^ ^^T 5 y ^^4^ »S L < 
{±Ci-3 t;v?&^^^^t5 *;V5;VT^y*. T-b^;vT5y». ynif:t 

[0 0 3 1] 

[0032] . . 

[0 0 3 3] 

^ntf;vT5^^> ^ vy°ne;vT^ 7'f-;VT^/»> t e r t -^f-;vT 5 y * 
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[0 0 3 41 

{2 -T ^ y ^^j^) r ^ (2 -ti Kn^v- l Kn^rv^ 

;v) T ^ / ^^tf ^ - 1 ^ ^ o 
[0 0 3 5] 

y;^i5.;v^-^^a^ i9 ^ -^(Tj^^fUh LTli. yf-;v*, j^^;v^. 7°nii;vS^ -fV7°ntr 
n-7^f-;v^. 4vy^}^m. s-y^)\^m. t e r t n-^y^)^ 
^ V^y'}-)vm. 2->^^)^-y'^)^&. ^•^•^^y^)V^^ l -j^-^;i/7'n tr;v^, n- 

iv^y^)V^^ I- ^i-iv^y^)vm. 3, 3 -vp<-5^;v7''-5^;vS. 2, 2-vp«^;^-7' 

1, 1 - i, 2 -V ;^^)vy'^)vm. i, 3 -i>~y 

;v*. 2, 3 -vp«f-;i'7"^;i-*> 2 -j:^^;v7^^;v^coitiI^L < {i^S'iKiftCi.eT;^ 

[0 0 3 6] 
[0 0 3 71 

:f:^HJ0^-0M1tt::i3V^T. R^' ^ . R^' " J; i^^R^" ^"C^^ :tx^ Ci-e T;v^;v*ii 
[0 0 3 81 

RSa^s^ ^^n^-yj^^^^ Tfcm*. T<ym. rVVm. Ci.zT)V'^ / 4 C 

[0 0 3 91 

R*" '':6^'7X*JK^'^'ab 19. 

r6' ^i3j:Z7R^' ^cov>-f ;0^7jc*JI^-e* 19 ^ 

X:^^^7K*ir.^^-* ^9 . 
[0 0 4 01 
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n 2 -e^ ^) «7&^'^tf hfi&o 

[0 0 4 1 ] 

R^ ' ^ j3 J; ^/R"^ ' t i> iC7X*H^-e * ^5 > 
R3" ^ ;^«7X*M^-e* 

m{±0-tr^i9, 

n 1 ^ L < 2 ^ ^ (7);$)^~^lf ^ :ix;5> o 
[0 0 4 2] 
5 2 gj^T V 
:$:^0^<^l^— <^i^»t- J^tLtf. R^<=tr*$iL^ Cl-6T;^^;^*^±^ UtL<ii. Ci-3 

[0 0 4 3] 

R5'=-e«^tL^Ci-6T;v^;v» ($f t L < {±Ci-3t;v^;v^) co i JiiJi(^7X 

[0 0 4 4] 

:7°n^-;i/, 2 - ^ -^^v- 2 - 2 2 - ^n.^^;!/, 2--/'r^;v 

2 -y 2 -7'-r->'v. 2 -y f-;v- 2 --/-r^jv^ 1 2 --/t-^;!^. 
3_^7--;v^ 1 _^ 3 2 -y 3 -^7"^;^. i-jif-;v-3 
- y^Y- - ^^if ^ t -fy^x- 

[0 0 4 5] 



[0 0 4 7] 

^hK. R5<^-eS$^^i>T5 y Ci-eT;^^;^^ (0^ L< (±T^y Ci-3T;v^;v*) 
t'^it-2.T5y*<^iJ':i.-t<^7|c«M^(7)sm^-e^^Ci-6T;v^;v* L< j±Ci-3 
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Mx.(i\ (2-r<J:^^)^) T5/^f-;V». (3-T?y7'nif;V) T 5 7 ^ 
(3-T5y-2-t Kn^'>-7°ntf;u) T5y^-?-J^^^ 

fcT&^-ei. J: !9 0t t < {i> (2 -T5 y y (s-r^y- 

2 -t; Fn^v^nti;v) T5yy-?-;w^. ( 2 - Kn^e vJ^-^;v) T5yy^;v^. 
( 2 - tr i^" ;v y ^ >'v) t ^ y ^^T&^-^if 1^ o 

[0 0 4 8] , 

Ci-3T;v^jv* (ci(Dt;v^;v»o 1 JiJ.Ju07X*iF.^{i> Ci-6T;v3dr 
[0 0 4 9] 

^WmitL-cv>r J:v^) . C2-6T;V'^^;v*> t /ciir ^ y Ci-e t;v^;vS (-^t) 
T 5 y^<7) 1 m±07K*JIT-i±. Ci-3T;v^;^* c7?t;v^;v*«o 1 iy>±<7)7]c*i#.^ 

[0 0 5 0] 

tfz^ 3|s:^g§<7)SUc7)&t Lv^«J»tzJ:;ix«\ Lv^^ (II) ix^fb^if^ i: L 

R^'^75^\ Ci-3T;v^;v^ ('^(7)T>'v^;^^<7) 1 JiJi±c7)7X*lI^^ii> Ci-3T;vn^'> 

y^o 1 j.:;±<D7X*JK^i±> Ci-3T;v^;v* (iOT;v^;v*om±<7)7fc*M^(± 

[0 0 5 1 ] 

6' i^L. 3" fe. 4" f^. 6" fet30V^Tif^-fbL/cT;V^:» 
[0 0 5 2] 

R«"'=-^'^$tt-i>±lflCi-6T;v^;v^ (»SL<(i, Ci-3T;v^;v») o 1 m 

F y -5^ TV F^f-;v*#^^tf^- t76^^-e^. i fjlif $ L < Fn^i^y -9^;^ 
T^yy-?^;!/^. Ti^' Fy ^;v^tr^-&o 

[0 0 5 3] 

L< {iT5 y Ci-3T;v^;v»-eab«9> J: 19^? t L< iiT$ y-3:--5^JV»t:'^^o 

[0 0 5 4] 

^ ^ 6 M nm^^^^if ^5 tL. tLXl±. ^ ;v U ^ ^i^*. ^ -7 v'^ 

[0 0 5 5] 

tL<iiCi-6T;Vdp.;v»T^«5. *#^ai:LTt±, y-^;V^, J^5^;V*^. 7°ni;;v», 
^vyne;v^. n-:ff-;v*. ^y7^^;v»> s-:7^^;v*, t e r t -y^)^^. n 
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'fv^:^^;v*^ 2 i-ji^;v-7°n 

2 - 1 ^;u^>^;v^. 3, 3 - vp« •5^;^-7'^;v^, 2, 2 

-'v^^;v:7~^^;v^, l, i - i, 2 - i, 3- 

v^-^;vrf-;v*, 2, 3 -v^f-;^:/^-^^*. 2 n-^^~>;v*. 

n-^-7"f-;V^, n - :t ^ n - 7 - t < ti^Kil C i- lo T ;V:3p;v 

^^^^if^r iiT&^^-tr^. L< :r-f-;v^, -7°ne;v^. n-rf■;^»^ 
[0 0 5 6] 

) ^>v;v^^ (p-tKn^rv) (m-T5^) ^ ^ v;vS^^^lf ^ >^ 

(m- t: Fni^-» -^>v;va. (p - Fn^ v) -^V (m-T5y) 

10 0 5 7] ^ ^ 

[0 0 5 8] _ 
[0 0 5 9] 



['fbe] 




p6"d 



Y ^ R^"- 

R^" ^isxm^" "{4> [W]-^fc(4S;feoT. 7ic#Mi^ t 14T 5 ^ C i -3 T ;v 

r3" isJiiFR^" ''{4, |wi-t/s{±M=&o-r. 
Ci-eT;^^;^^ (icDT;v^;v*<^ lJ^Jl<7:>**M^^±^ Tj^m^, 7ai-;v^ (Tfcm* 

^ Ci-3T;v^;v». 
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^-v>': 11/ 



[0 0 6 2] 

^fz^ ■^mn^M<DU-^\^^^WM\^i^M> ^ftLv^^ (I I I) -r:^^i-L^it^mt 
[0 0 6 3 ] 

_ 5 _j^tf7;V:tnT;v-^?l? v^. 5--r:t^v-4" -:nif- 5 -^tf^ n n t;V'^* 

:ni£V;v-^55;v:^. 1-N- [ (S) - (3-T5y-2-t Fo^v:7°n/N°y^;v) ] 
4" -yait; v^?!7 v>'. 5, 4" -v^tf-S" -N-^ -f-^VT^V^J?/ 5 

L 5 -jLtfi:^ ^^T;v^5^?->>^ 5 -t"^^ v- 5 - J^-lf T 5 7 T;^'^?^ v 5-7"^ 
d{.,>_5_j^t: (2-T5 /J^f-^V) ^ T^V^P&vV. 5-^li°-3" -N-^^;V 
T;v-^7!;i^>'. 6" -T^ /^^^v- 5-^iit;v-^^ v^', 3' , 4' -vV-ViKn- 
5_^lfT;V-<^v>. 5-7-^^^v-3' , 4' -vT-t: Kn-5-J^lf-7;i/:tnT;v 
-?*^>:-, S-T^-^^v-S' , 4' -i>'T-'iiKn-5-^H°T5yT;v-??&i->> i- 
(s) - (3-T^y-2-t; KD^vT'nyA-y-f ;v) ]-3' , 4' -vxtKn 
_ 5 _j^ev^?^; v>> 3' , 4' 4" - v j:.li°T;v-^* v >\ 5- 

^-Pj-dr,^_3' ^ 4' -i/r'-t Fn- 4" - J^tf- 5 --:E.li°7;V:rnT;V'^:* v 5- 
^^^3s.->_3' \ 4' -v-7-iiKn-4" -o^tf- 5 -^tf T 5 ^ T;V.^:* 4" - 

^-^js.,>_3' 4' -i^'f'ii Kn- 5 -^ii°T;v^:^>'>, 6" - T 5 7 f-;vr ;V'^ 

[0 0 6 4] 

o 

;i/t'fim^R'" ^=^*A-ri--i:t^i '9> (A 9) fL^g.'fk'^tf^m^-r 

it^m\tmm 49-62442. #P?i0B 5 5 - 8 1 8 9 7. #PS0S 55-164696 

. #<&BS 6 3 - 1 0 7 1 9 tciam$;}x7^^:^i*-em3Si-^ ^ t^^^-e^ ;i>o 
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^--J : 12/ 



OH 



HO 
H2N 



HQ 



H2N 



A1 



HN 



^ B-o ^HrSii^^^S^ 



NH 

\ 

A 



A4 



A^, 



HN- 



AS 




A-., 



HOi 



A8 



H2N 



HQ 



H2N 




A9 



NH2 



OH 



-NH2 



HO 
HN 




^AIX^ 



HO 

HQ. 



HQ 



.A 



A^, 



NK 
I 

A 



A2 



H 



'A 



HN 



Hol ^.j^iL^ 

Hq. oi54X-,--^Ni 



.A 



IA3 



NH 
A 



H 



A3 



-A 



HO 

HO 
HN 



A 



^ASXli 



A-N 
H 



O A6 



^A6X^ 



H 



" A 



*A 



A-N 
H 



A7 



-NH2 



[0 0 6 51 

^ A 1 

1X@{4^ ^ (Al) cO'fk^feiO 51@<^T5 y^tr-f^R* (A) =grSAL. — 
(A 2) tra$:^^'ft'^Ji'^m^i-^Xfl-e^^o ^OXfMJi. m^^ftT. ^ (A 1) 
O'fb^t) A 2 0^-5)V^}iAC 1 (iceAti t e r t ^ (B o c 

[0 0 6 6] _ _ , 

A IXjg'C'ftffl^^^^^t N, N-v^ ^^V^^VAT^ F. x h 7 F 
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y : 13/ 



[0 0 6 7] 

2IfSi±. (A 2) xm^f^^it^^^<D4" te. 6" 'fi7Xm*t^'E^K*=^* 

;;^|^^ (A3) -eft^tL^I.'fk^ii^^^^^-r^M-e^^o r<7)XS{±, m#ftT. 

— (A2) T'^$tL;i,'fbMI?i: E2 C0^^v^liE2 C (OMe) 2 (^CcE(i7X 

lx> ^nn.ix;VA. l, 2 - S?^' n ;vji^ S^mJ^-^^^'fc ^^^^ < i± 

o k)SB#K{i 1 ~ 8BtF5-e*^o 
[0 0 6 91 

^A 3Xf§ ,^ . 

^A3xet±. -is:^ (A3) x-m-^i^^'it^^fTyz" 2' ' ' iu.Tm&^-'^mm 
^^XL. -m.^ (A 4) xm^fi:h^t^m^mm-tzjinx^^o ^<7)xfiti. ii*^ 

^^-r^ {A3) xm^fi^it^mtB 2 O^^^y^iiBC \ (B t L-C(±T-irf^;V^ 

10 0 7 01 ^ 

^nnpi^;^^. 1, 2 - v ^ n ^ ^ if/^^^^lf ^ §f t L < li V v 

:ho mm^iv^mmtLXit. > i;aif-;VT5 li°'Jv>. 4 - v ^ ^;VT ^ ^ V v 

>>feif/?)^^#if ppft. iif ^ L< lit: V v^-e^i>o Rjs?a^{iot:~3 ox:-e^Tt>tL;s.o K 
j^:<H#F^ 1 ~ 8 m^x^^ o 

[0 0 7 1] 

HA 4 X^ 

^A4X®fi. -J^^ (A 4) X-^$tL^<b^t/(7)5fi7jcm^t']3^«**XL. 
xw^KJi^^i-^^tizxy). (A5) T-«:gtLi><fc^Ji;*^at-r;5Xe-e*)^o i 

(Dicmii. ^*<^^«T. -^^ (A4) -e^$tL^^b^t;twS02 c i (^:ixwii 

T-ii. 7Km»> 7^-;v^^ if-;vs. T 5 fciit: Kn^r t^T 
[0 0 7 2 ] 

4_,^'p{^;VT^y tf';5^>T-^-l.o ^lt>?ajKti®'i-0r~3 0'CT-^T:btL;i>o SSB#F^ 
i± 1 ~ 2 4^FBTeab^o 
[0 0 7 31 
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: 14/ 



tL, L<{±N^ N- f-;V*''^^T ^ Kt:~^'5)o KB&Mlte 0°C~9 0°C^'^rt> 
tti o KJSBfKfi 1-12 fpl-e^ ^ o 

[0 0 7 4] 
^ A 5 XfM 

»A 5XfSt±. (A 5) -C-^$tL^'fb^£il30 4" 15:. 6" jiOj^K^^l^^l"^ 

10 0 7 5] - 

iL. $?tL<(±. h V7;v:^nim'r-*i.o ^fS^aifefi 0 1C~ 3 o°C^?^T^t^^o KJSBf 
—m.^ (A 5) ■e^^*L;i)'fb^^o®m»E2 Q,(n>\^ifii!mm.^'^'^n i^^^-7ai- 

. ^fz\t^ixh (D^mmn h 7K t orl-^-^^iJ-e^ ;S) o RJSta^ti l O °C~ 3 O "C tr^ 19 . 
SJSBf rml {iS-t 1 ~ 8 B^rsTCab ^ o 
[0 0 7 7] 

^A 6X@ _ 

^A6X©t±. -IS^ (A 6) -em$tL^eMtl<7?6" j57Km*t^'f*W**«AL. - 
(A 7) t?S$ix-&jfc^%^mJti-^X@t:-ab^o i<^Xfli±> m^<^#^T, 
^ (A6) tr^^ti^&'fk'^ii^iiR'^C 1 (R'^f±> h V "7 ^ tert-r 
f-;vi^~p{ ;v-> U h U v T'n t: ;vv V t e r t - "7 ^ v i; ;v 

[0 0 7 8] 

ij a^V ;VT 5 H° V v 4 - v ^ ^;VT 5 7 tf U v Ji^T&^^^tf tL, t L < 

i; V >'T'*^o >KJSraKt± 2 0 °C~ 8 0 °C-e^T:^:>:i^^o &j£>B#FBlM't 2-10 B#r^t?^ 

'2) o 

[0 0 7 9] 

i^V;v^SXX5g-t:M£ffi$*^'^Mi: LTfis »t L < {i:^'fb^ ^ V ^nn4^;^A 

if^^-^lf tL, $f t L < {i 4 - vp< •f-;VT 5 ^ V y y T?* o 0 t:— 3 0 

[0 0 8 0] „ , 

ox:~3 o*c-e^ft>tL;2.o R^Feifi i - 8 BtF^Tr-^^o ^oxfi-e{±. ^>yM;Hb<7) 
LT^:^yM n v F<7)'(fetc4i7jc^,t#m. vM ;vvT- F^;i>\/>ii^m# 
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: 15/ 



[0 0 8 1 1 

OXfltt. ±«<7):}?^T. -la^ (A7) t:^*$;fx^^t^%i: hU7;v^n^^y;:^;V* 
n >; K^;2)V^i± h V 7;v:tn^ ^ y >^iE7Xt/ ^ *,K)S$-^ir^ 4" fit' b 'J 
^ ;]/ o ^ ^ > ;v - ;v ^ v» =^ ^i- ^ "i^"^^ =^ t > -e# e tt fc^b^t/ R 
4" (ci^i-t? R^" Ci - 6 t;v::^ y ;v:t ^ vM ;v:t^'>&^^U 

[0 0 8 2] 

^:^»tLTii. ^VPy. ;vf-v>> nijs?^. hi;ccf-;VT5>'. V •7°n 
i-jVT^ yf^t^ij^^m^fhi-i. mt L < li^') V >-tr^^o 3 0 °C~ 2 0 "Ce 

[0 0 8 3] 

[0 0 8 4] 

IS A 8 X^ 

^ASXfifi. (A8) -eS$:?^^^k^^f^<7)j*K*^^*l^. (A 9) 

m^i^^it^m^mmir^jimx^^^o ^<^xfii±. -jis^ (a 8) 

[0 0 8 5] 

6" fi=^F^<7tcm^<7)«**l^*i-^XgxM^ffi$^^^«^ L-^'i^ 
y-;^, ^' v7°oe;i'T;v='-;v, t e r t -■7*f-;vT;v3-;v. m<b^^v>'^ ^5' 
n n .i. ;v A ^ J; :i tL ^ OM'^^S'S: t'^m^'f UtL<i±^ ^ ^ 

ij . 7X@Mk-^ hU-^i^^ ^hi;'>A^f^->F^ ^hU'^AJ^b^i^F, tert- 
B u 0K>^h^7?>«^tf ^fL. 0tL<{i. i-Wy^^ h^vF-e^^So ^JSr^KtiO'C- 
6 ot:-e^f^tL^o Ri&^F^ii 1 ~8B#^-e^T^tt^o 

[0 0 8 6] 

"c-s o°c-^-^f^tL;s.o Rf£0#r^{4i~i 2mmx^^o (as) -e*$tL;g>'fk^ 
P-- hD-<>'v;v^^v^;V'3^^-;v^^^*'}. ^^^^ ,.±c»'#M'^*^-r®^55{i 
^ o ttffl $ tL;i. ®g!fe7K*3l7t;M#. i: L T {4/N° 9 A -R*. y L.y y v y ^ TKfec 

^mnx-^^o RS^afttt 10^-30 "C-eafe . RiSB#r^{4@# 1 ~ 8 B#p^-e*;2.o 

[0 0 8 7] 
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HN 

a' b 



' — b 




H 




orfS^m A9 

B5 (A8) 



[0 0 8 8] 

H B 1 Xfl 

^B iX^iJi. (B 1) -t:■^$:^^^^t:^%<7)4" fi. 6" jico^K^^^^i"^ 

X^-^-^-So ^(^X^Sii, (Bl) tr«$tL;&^b^%t. mt^KB-^^^^t^z 

[0 0 8 9] 

^^y_;v^ iM.'it^^uy. ^^nn.i^;i/A. 7^*3 J: U^^i tL^<^rS^M'fc i^'T&^^^^f tt 
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^-v: 17/ 



[0 0 9 0] _ -B-^^ 

— fl^^ (Bi) <7:>it^^id<7)WW&E2 c <7) 1 :^75S7jc*M^-e ^) d i 

^ y ^\.yY.rXl-7^y. V ^ >' f ^ tL e> 

[0 0 9 1 ] 

I^B 2xe {± -IS^ ( B 2 ) t?^ $ tL ^b^tf o 6 " -fiTfcm* i^'f*^* ^ ^ X 
5g-e*-So ^(o:rM\^. m»o#«T> -l^^ (B2) -t:'^$^^^^b^%t r^' c i (r 

i^ti h i; :7 ji-;v^-5^;v^. > 'M v if ;v v U t e r t - v ^ f-^v v V 

[0 0 9 2] , , ^ 

[0 0 9 3] 

{4 4-Wp<-^;vT5 y If i;i^>'> >V^f-;VT5>> 4^rv^~-)\^. VT'n if 
;VT 5 ii^7&^'^tf ^tt, Ut L < (is 4 - ^;VT 5 7 li U v>-e^^o RJS^mii 
0°C~ 3 0 r-efi^t^^fx-So >^lSBtr^t4 1 ~ 1 2BfF^-e*^o 
[0 0 9 4 1 

t L < i±' hV^^;VT5>, -5- > 9p<^;va^f^V:/vT^ tf 'J y >"^~*'5>o 
El±0°C~3 0°C-C-^f^tL;2.o SJSB#Fs1iil~80#f^1-e*^o «160X@T'f4. -^^VM^V 
^tofiSim L T ^ vM ;v mj r(Dm ^zMtK^MMB.. ^ > ;v r - K * ^ v> 

[0 0 9 5] 

^B 3Xfi 

^B3X®{±> — (B3) ■e^$tL;i.'fb^$^^^4" fi7KM*t^«^=^SAL, ^ 

i^-xw^^f^^-r^^tKx^-m.^ (B4) i?^$;!xsffc^if^^m^i-sxfi-e^So ^ 
(DXfiii. i^*<75#^T. -i^s^ (B3) -c-^^tts-fb^t/t h';y;v^n^:5'>^^^'-i^ 
^;i/^ny K^;g,v>t4 h ij y;v^ny ^>;?.;v^>^^7!c^t^^)S$-*. 4" fitch v 

4" (i^tr-R*" N4Ci -Ce T^V^^'^^V^. ;V^dr v^^^L. MtiV 

[0 0 9 6] 

tL;S,:^^iiL-C{±lfi;i^>. ;Vf-v^. nVv^^. hi;^^;VT5>. v 7°.n tf ;v ji 
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[0 0 9 7] 

;VAT5V-e^So R)S?aK{±0t:~5 O-CT^^f^btL^o RJSBtF^{± 1 ~ 6 Btr^-C^^&o 
[0 0 9 8] 

^ B 4 

t?«mK)S-t-;2>ifci'j: (B5) T^^^^x^'fb^^^^-m^-r^xfs-^'^^o - 

Mfiii. m*cr)^^T. (B4) -T:~^$tL^-ffc^%tWS0 2 C 1 (^Cl-CW 

. ^n;vMT-> •7'nAJl^=-> Ci-e T;v^;vt 5 y * (75T;v^;v^(7) 1 Jii 

) *KiS$-t^'i) ^ t J: t)ii^$tL^o 
[0 0 9 9] 

c: i: i . &^L<{i^ 4 - ^-'VT 5 y tfi; y>tr^;&o KiSS.iSiiil'i'O "C— 
3 0 °c-etf :bk;&o ^JS^r^ii 1 ~ 2 4 0#K-e^^o 
[0 1 0 0] 

N- v-;=<^;v.i.;VAT5 F-e^^o KJc>7a^tt2 0°C~ 1 2 0 =0^^^ iQ , »t L< 8 

o°c- 1 2 o°c-e^f tp:)x;&o KJSsf F^lti 1 ~ 1 2 BtP^-e^^So $?pt^> (B5) -e 

^^fiz>i\:^m^Mii(DmA^:Lm^'^^^m.%m.-r^^'^^-^'o. -m.^ (a9) x-r$ 

[0 10 1] 

t-J;»9. -la^ (C3) t?^^tL;i><b^t?=^m^tt-^:^^-e^!9. £J.TtC7F-rx@=lr^T 
^ (CD -e«$^^^<t^^i'tt^ mr^<7)B-^o^B i~B 3X^t^t^&v^m^-r^-i:>5'^^-e 

^ o 
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at 9] 



cm 




HO 




C1 (B4) 



A- 




UHz 



10 10 2] 

m c 1 xfi ^ , 

[0 10 3] 

:^jm-^^im^ft;hy ji^^uimntLxii. ^yyi\:i?j^^)vr^ymn (dast 

Vl-yX^:ho RJSza«i±-4 0°C~3 0 "CX-^f ^tL^o RtSBtr^Iti 1 ~ 8 BtK-e^^ o 

[0 10 4] 
m C 2 X@ 

^c 2X^«. (C2) T-^$tLS^b^%<75j^K^^I^*L. -is^ (C3) -e 

^b-^f^ ^m^t-r ^xg-e^ ^ c «M»<7)^*titir^co» A 8 x^i t mm(o^i^x 

[0105] 

D-SJi. -J1S^(D D-e*$tL;i,<k^tJ0 5'fiTv K*^T5 ^^t'MTC-t-^^t^^i 
tL^o ^^XB^mm^X^^-^^ (Dl) t?^$tL^jb^t;{±t&^^A. B-SisJ:?/ 
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Dm 



IgDIXS ) { NH2 

b /-^ ° D2 

[0 10 61 

H D 1 Xfl 

flir^;£.o iOX^fi, (Dl) <Dit^mtM7tMt^KB^^^^t\,^xy)mj^ 

[0 10 7] . ^ , 

9 V A. m^ba^'fe fc^t^ i ^ ^^g!b7X«mx;SiiK'fc i^^^s^tf ^ :^t.. — (D 1 ) x-m 

;v ^ ;v T 5 K . 7X t « - ^ mmmM t7Kt(D m-^mm^^ ^^^^^ ^it^o kb-^^ 
m^ii o°c~3 o°c"e^f ^tL^o KJi^^m^i'iM'^ 1-smmx^^o 

[0 10 8] 

E 

~Er£t± -1^^ (El) Xm^i^^^t^m<D4" it^MTtL. >k^^^X5i^L(DT^iyT)]y 
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['fk 1 1] 





OH 

^Ji--0 H2N 

ho" °hSX^''"= 





NH2 



O E5 

HzN 

[0 10 91 

^ E 1 ZC^M 

mE mmn. (ei) x-m-^ti^^^t^^o^" isL:^m&^-um^^mxL. >x 
x^^x-mmKm-r^^tKxn-m^ (e2) xm^fi^^t^m^nM-r&i:.nx^^o - 

oxflii, i^^o«T. -1^^ (El) xm^ft^it^mt. Y^)y))y-^u;^^y^)V 
.}.-;v^n'; F^;5,vMi h y 7;v:tn^ ^ >';^;v*>m*S^tJ^^KJS$-tir. 4" -file h 

[0 110] ^ 

^b^^v>-e^;i)o 4£M$tL*m«tLTtit°i; ;vf-v>'. nijy^^. 

jSi^JSti- 3 0 "C- 2 0 °CXfii^fL:h, K)Bmm^^ 1 ~ 6 nf^x^^o 
[0111] 
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y<~--J : 22/ 



KBWmit 1-1 

[0 1121 

2X@ 

^E2X@{i. — (E2) T'^^tt^S^b-^tJ^T) 4 " ji^Nn <5^'>^=Sr7S7nT^ i: 
x^^^^ (E3) -e^$^xs^b^t)^m^ti-^ifM-^^*^o i<^XfIW, }^«r?3^^^iJ 

S O 

[01131 . . 

[0 1141 

0 E 3 XfS 

ISE 3Xe(±. -m.^ (E3) -e^^tL-S^b-^tJ*^ 5fi7tcmS^'I)i^tS^^AL. >j^v> 

-ee^R)S-r'2>-i:i^i (E4) -e^$tLSft^%*m^i-^x@-e^;?)o -<7) 

X®{±\ m^<7)l?:fcT. (E3) -^^^$tL^4b^%^WS02 C 1 (^iW^^ 

10 1151 ^ , 

c: i: 7j)5tr i: , L < ii. 4 - v;?^ ^;VT 5 7 tf V v >"Cab'&o 0 °C~ 

3 0 °C-etf t?k^o RJS0#F^{4 1 - 2 4 0f FhI-C^^o 
[0 1161 

emRJS^OX^-ei^ffl^tL^MiiLrti-rb^liFny^:^. 1, 2- 

^X. §ft L< N, 'n-v^ f-^l^'^^^^T ^ F-eab^o RE^Vm;Kt4 6 0°C~9 o°c-e^T 
t?:i^^o Rj^SBf^ii 1 ~ 1 20fF^-C^;5)o 

[0 1171 
ME_4X@ 

^E 4XfS{±. (E4) -C-^$:iX^jt^tJOj*iIS^P^*L, (E5) 

[0 1181 

^(F l)-e^$^x^'fb^il^0 4" fiT^vT;vicg^»R^" ^^SAL. 
-e 5 T V T ;v R ' ' ^ * A L ^ $ lb l:: 1 T 5 y * 'S: S A1- ^ i I' <t 

(F 1 1) T-*$tLS<k^^=^m^i-^:^^t?ab>9. iikrf<^7s^-rj:m^Bxm 

m-^fi^o mmJ^MX^^^ (FD -C^^tL^^h-^il^iiTetrahedron Lett., 4951-49 
54 (1979). isXm- Med. Chem. , 34, 1483-1492 (1991) . l'|S«^ tL/c^^-^t^m CT® 
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[it 12} 



HO 
HO 
BocHN 



2^^-^ BocHN-2:^:^ 

^ZHlX^^^^-^ NH Boc 



-NHBoc 



-NHBoc 



F1 



OH 



BocHN- 



c, - 



HO 



-NHBoc 



BocHN 



F2 

gF 2X^ 



^F 3X^ 



2C!^0 BocHN-^;^ 

o£:jjJC^i^^S]2NHBoc 



^ NHBoc 



F4 

^F 4X^ 



F3 



O-R^^ 

BocHN^-^ HO r 



,13 



-NHBoc 



B^^OzHrJi^^^SiS NHBoc 

F5 



^F5xm 



iA^O BocHN-2:^ 
BocHN-V-^^ HO r 

B^ o£hiS^^^S^whboc 



'NHBoc 



F6 



,13 



IF 6X1 



,13 



BocHN -^-"^^ | 



"NHBoc 



^F7X5g 



»13 



F8 



8Xm 



lA^O BocHN-r^ 
BocHN-^^-**^ I 

b" o£j;jjJCi^:;:!*^^ 

F7 



^NHBoc 



V^-:;^ BocHN ■xs:;;^^ 

BocHN r 

HO I .....--^-.,.--^-0 

orT^JC^^ 



BocHN -^-'T^ 



BocHN 



-NHBoc 



-NHBoc 



pjSa 



|gF9X^ 



HQ.^ HN 



F9 



HN 
/ 
A 




HO^^ HN 
H2N 



F10 

mf 1 oxi 



-NH2 



[0 119] 
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^-v: 24/ 



^FlXM. 

Fl) (Di\:^mtE2 C0^SV^liE2 C (OMe) 2 ( i E {±7K*iEi^. 

H^m^-9^>'V'^ t'Ti^^'f'^^^ UtL<ii. N, N-v;^-^;i'*;V-AT^ Ftr^^o^ 

m-ei^o RJStajg}±2 0°C~5 0°C-e^f:btL^o ^JS0#Pb1£± l ~80#F^X'*^o 

[0 12 1] 
HP 2 Jl^ 

(F2) -(:'S$^^'^><b^t(^B 2 O^^SV^liBC 1 (B t LTtiT-fe^^V*. -nc:/vM;v 

<(±. euv>x'2b^o ox:x-mofi&o RjSB#ra« i ~ sBtr^t?* 

o 

[0 12 3] 

^ F 3 in© 

^F 3xef±. (F3) tr^^n^^b-^tJ^-is:^ (F4) -t?^$ ns<b^!^^^' 
[0 12 4] _ ^ 

^^^^^ v?jc^;l.ji--r;v. v^^^^ 

[0 12 5] 

MF4XM 

^F 4X^lii. -J^^ (F4) T'«$tL;5'ffc^t;<7:'6" -fiTKm^iM^K^^rSXb. — 
(F5) -t?*$tL;2,'fb^%=^m5t-t^Xfl-e^^o ^<7)XS{i. ±^^o«T. 
^ (F 4) t^^^^^^b-^i^yi: R'^C 1 (R''£±. b V 7 ^ tert-:7" 
^;vv;>{f-;vvV > V -f y7°nif;vv'; t e r t -rf-;vv7^-;vvi; ;v 

[0 12 6] , _ , 

Y i; a^f-;vr ^ t° V 4 - y ^ ■f-;VT ^ / ti V > ti: }^ii'^mfhfL^ i L < {4 

tii; v^-^-^^o ;^)S:^?ajKfi 2 or-S 0'Ct?5ff^tL;2)o >^tDBlFF5{±3i'i-2 ~ i O^r^^ 

[0 12 7] 

ai|iE# 2005-3017571 
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^-v : 25/ 



>^ fc^^^'^lf P>tt, b < li. 4 - ^;VT ? / V-y-Q-h^o ^JS?aS« Or~ 3 

[0 12 81 

5 X© 

5X®i±> — (F5) -e^$it'i)^b^t/o4" 'fiz:7Xm*i^M***^^> ^ 

V^-eSmRtSi-iifcl' J; '^-l^^ (F6) T'^$:Jx^'fb^%=S:m^^^X^lT:-*)^o - 
(OHmt. m*<^^ftT. (F5) h V:7;v:^n^^>^;w-^ 

-5^;VT5 >;ii:^75^'^tf ^tL, L<i±. t:Uv>-e^So Kf&^a^ti- 3 0 C~2 0 C 

^;VAT5Vtr*-2.o 0 °C~ 5 0 "CT'tf^tL^ o RjS0#r.^i± 1 - 6 B#f^-e^ ^ 

[01311 

^ F 6 T.^ 

^F 6X?i(i -1^^ (F6) ^^^fLhit^^^(DbitL7YMm^^m.^^MX\^. 

-^-TOKKir^-r^^^tt^j; ^-^^ (F7) -e^^tL^'fb'a-ir^^mit-t^&x^-tr^^o ^(o 

X^Sti. J^*<7)#ftT. (F6) t:^«$tt^<k^i^fcWS02 CI (ii-eWi±^ 

rai± 1 - 2 4 0#FBl-e^^o 
[01331 

«}|tE)^:>OXfl-tr«ffl^^^^Mi:L'■C{±. r-h^l^Kn^^^. v:^^-^-^, N, N 
[0 13 41 

^F 7xm. 

miiE# 2005-3017571 
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^-v : 26/ 



^F7X®tt; (F7) tr^^ ti^^^b-^tJ^O 6 " ^P^ < 7jcm^<75j^lft^^P^* 

hit t L < 14, ^ V y - ;v t Mjt^ ^ V > orfc^vWt?^ ^ o 'f^ffi $ ix^bmM tx^x 

[0 13 6] 

8 'XM. 

^FBXflfi. (F8) -eft^tL^'fb^tJOi^.K^^P^^L. ^^?LT 

o RjI&BtFBltiS-t 1 ~ 8^^t?^;|>o 
[0 13 81 

H F 9 XfS 

^F 9Xfit4 -ji^^ (F9) x^^p.^it^m<^ii'^T ^ y^^^mm^mxx^. -m. 

^ (F 1 0) F 1 0 tcislt^Aii. t e r t - ^ 'yi^ =-^^^^ "^^'^'^ 

^IJ(7)»T -1^^ (F9) -e^^^i^jk^tlt :*;v^'>'m. ANH (CH2) n CH ( 
OH) COOH (iC:T?Ai4mia^:IWI-(7)^fi^^^L, n (4 1 ~ 3 OMm^ft-f) 

tfz\±^^n^\m^-fr^-m.^ (f9) 

mrANH (CH2) nCH (OH) COOH :i t? Alittfia^: IWi-<^«i*^^1-) ^ 
[01 3 9 1 

^^TMXi^^ t L -c fifij X. {f n ^ ^ V ;v ;v =3? y 5 F , v ^ V "7° 

ntf;v?!;;v*'-:^M 5 F. N-^^;v-N' - 3 - ^;VT 5 y T^n if ;v^;v:^-vM 5 F 

y-_;v 3-11 Fn^>'-4-:t^V-3, 4-i^~tFn-l, 2, 3 ---^^ y h T:^ 

7^;v-f 5 F^;^x;v. N-H Fndri/3/N^m^ 5 F-:^;^7-;v. p - - h n-7i-;VJ^ 

n^N^m^ ^ K^Xx;v-tr*^o l-'^'i^ 7- ^ 7 n Fn -7 9 

[0 14 01 
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^-v: 27/ 



1 OX^iti. -Wt^ (F 1 0) -|£^_(F 1 

[0 14 11 

tziJ} -15:^ (G6) xm^fL^bit^m^MTk-^^:^'^'^^^^^ J^Ti-TTci-XS^^-r 

M^i^-So (G6) t?^$;{x;i.'fb'^%>5^f5ML/3A'^O^A3 ~A 8Xfl, B 

•^(7)^B l~6Xet;^^£v^. t/i{±f«^;5. J&t^mC-C. (G7) xm^M^t 
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^—-J: 28/ 



mi 3] 




HaN-^^^ HO r 

HO o^5ii\:^:::*^NH2 



■NH, 



HO 
BocHN 



HzN 




--cOl--0 BocHN 
Hoi "° 



HO "P^^NHZ 



hq^hn: 



G1 (A1) 



G2 



BocHN 



mo zxm. 



HO-^^^^\ BocHN-^;^ 
BocHN^^-^ ho r 

OtJJiJ^^^^^ NHBoc 



Ph 



> 



-N 



BOCHN "3^r 



Ph 



> 

NH 



HQ. 



O H^i^^XSlS NHBoc 





G3 



G4 



BocHN 



BocHN 



R®'«=R°iCH2- 



OH 



HO 
BocHN 



HO I 
HO 



BocHN 



BocHN 
HO 



o hJ;5;^^^S12 nhboc 



NBoc 



G5 



BocHN-^-*"*^ 

HO I 

HQ 

5X^ / ^O 

Boc 
HN 



BocHN - 
O HfXi^^S^ NHBoc 



G6 



Boc 



R4"aOH 



H2N 




H2N 



HQ 



ohn^;5S:3nh2 



HzN 




Q7 



[0 14 2] 

^ G 1 Xfl 

^GlX^(i. ^ (0 1) -C^^tL^'fb'^t^OT^y^^r'f^ai-^^iitcJ; !9. ^ (G 

2) <7)^b^^=^«J£1-^x^i-e^;s,o ^<7?xe«, (±c^t;WMi&^^T, ^ (Gi) 

jh^Jf^OSfi. 2' 3 Mi. 4' ' ' f4(7)T5y»*:^«^«T. i^-t e r t-"^ 
^;Vv5?;;v^'^--hhSCS$^i:Tt e r t-:/f^v:^'^^*'-^i'* (Boc») -C^ffi-r 
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^-i^ : 29/ 



10 14 3 1 , 

6' ^^j^fIOXfI-eM$^^*W^L-C^i■r Kn7 9>'. i^^^^y. tK. N 

[0 14 41 

iti-v')^^. m^^')'y^^ jkmi-yv^^. vv^^ji^r^y. liVv^. 4-v^ 

^(4 0 °C- 4 0 °C-t:if ^^^^o K)S0#fHlt± 1-24 m^-^'^^o 

2X@ ^ , 

|^G2X^{4. ^ (02) T-^$^^^<b^tl<7)'^^«^^P^*L. >>:v^-e-x ^ v;V» cji: 
tt-r^- (G3) T-^^ tL^^tM^^^^i-^X^i-e^^o ^<75X®(i. ^ ( 
G2) -e^$;|r;i,-fk^^^*7K*^fflv--C^fi!fe7X*m7cL, ^xfc 6 ' fiT^y# 

[0 14 51 _ 

A. #gv-^'^A4^il'76^~^^f'^.;l^. -IS:^ (G2) -e^$ ^x^^k^t;^^ ^m^S^-ms^^ 

^r^^ 1 ~ 8 ^^-e^ -5. o 
[01461 

^ ^ y _ ;v t V rt ^ -ij- > (7)ri^^?#»tr ^ ^ o m.m^& 14 0 °C ~ 3 0 t: -e^T ^ o KJB 

;g, c t m; o r ^5 ai^ $ o 
MG3XM. 

^G 3X@{4. ^ (G3) X^^i^^it^m<D&' y^i^em^^SXL. — 1£ 

^ (G4) -tr-a^^x^-ft^tJ^m^i-^Mtr^^o :i<^x^{4. ^ (G 3 )_-eR$tt;i, 
^k-^^^R^'CHO (R°M47}c*JE^s Ci - 5 t;i/^;v»^«^) i: ^^MtcSiJ^t^^^t 
^ ^ir S ^1 1 J: i} ^ ^^i-'^ o 
10 14 71 ^ 

;v J: ;r ^ <7)rS^ Wtr ^ S o RiE^^aS 14 0 ^ ~ 3 0 °CTiT o KJS0#Fb^ (4 1 ~ 
5^ G 4 XS 

^G 4X®i4. — (G4) t:'*$*^^^k•^^^^(7) 6 ' 'fi^>'v;V»«r t e r t-^h 
i^~>*;V^— ;V^lC«-r;i,X@-e*-2,o ^OX©t4. (G4) X^^fL^it^m 
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^-v: 30/ 



t^(D^m7mM7nmm:fjmif ^ 1 1 < (± . 7m ^ ^ ^^^-^ ^ v a -^m c^^o k 

0°C~3 Q°C^^ff^oih;ho RtDBtrB^lia-t 1 ~8B#r^-c*^o 

^SoTx^flti. -1^^ (G5) ^^n^ft^jt^^^<D4" fi. 6" ji7Km^4'«»^* 
AL (G6) -tr^$:fx^'fh^%^M^'t-^Xfi-C^^o ^(7)Xfl«^ m^«T. 

-^k (G5) -e^^^x^-fb-^t/t E2 C0^^V>(iE2 C (OMe) 2 (iCl-eE{±7X 

im^n^mtLXitp-h)V:r.y7.)V:^^ym. }^V'J-'y^ p- ^;^:n:x7.;^^;^- 
T-i o jxJBumit 2 0 °c ~ 5 0 °c-e^T*? tL^ o rjsb#FhT m-s mmx^ ^ o 

[0 15 0] 

"ll-^ti. ^(H l)-e*$^^'&4t^t^^^5'^4i3 j;rf 4" 'ficDT^>'T;vtimm^R^^ is J: 

^ (G6) -e^$tL;i,'fb^t/^m^i-^^-ffi-e^^^ j.:j.Tic7F-rx®^«-r«^$tL;i,o 

mi§JK»'e^'5>^ (HI) xm^ft^it^mimmme 3 - 1 3 1 9^^m.. mm^7- 

8 2 2 9 0-^<Zr^, i3 XXf^M^ff"^ 4. 2 9 7 4 8 5 -^^Zr^l^tam^ ttfc:;^-&-em:aTS 
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^-z^ : 31/ 



[-fb 1 4 1 



BocHN- 



NHBoc 



H1 



iXfi 



0£fJJX^ii*\^ NHBoc 



H2 



W\^0 BocHN 

B^^O£hnCS-^^ NHBoc 
H4 



-NHBoc 



HO'-"V^^\ BocHN 
ZHN^^--^ HQ 



'^^P^^ NHBoc 

B^^OfjljJJ^iiiSiS NHBoc 



H3 



^H4X^ 



HOl 



Uol^O BocHN 



•NHBoc 



ZHNV^ 

H5 



BocHN 

HN ~ 
PDMD 1 

HO^^ HNV^ 

O 



NHBoc 



mH5xii 



HN , . 



NHBoc 




_y, ^\--0 BocHN 
PDMD 



CF3 



He 



i NHBoc 



mH6X^ 



BocHN 



•NHBoc 



HN 
/ 
A 



R^>0" 



H7 



HN 

a3"«' HO I 



H10 



-NHBoc 



-NHa 



p3-._R01.cH2. 



[0151] 

1 1M 

ISH lX@t±^ ^ (HI) X-m^tta-ffc^J^oe" 'f47Xm»=Sr^*R6^)t;'f^Ki-S 

J; 13, ^ (H2) (Dih^m^m^-r^xm-^'^^o ^(Dumt. mso^^sT. ^ 

) -ei$tL;5.jk'^tJt R^^C 1 (Ri^i > V t e r t --7^'5^;i' 

;v V i; h V V ^"n ti;V'> ij t e r t -:7''^;i/ v-7 j^-;v-> V ;v*=^ 

i: i i: I' J: ^M^-^f^^o 

[0 15 2] 

ttliE# 2005-3017 



^ 
(H 1 



5 7 1 
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^-v : 32/ 



If u v^^-^:-**'?.! RS?ajSf4 2 o°c~8 ox:x-'€t>fi^o ^t&p#FBii4M 2 ~ i 0B#r^-e 

^ -5) o 

10 15 3] 

t^^^^^if ^tL. $f f L < 4 ^^VT 5 y tf V v>-eafe;2>o KJSiaSii 0 t:~ 3 0 

x:x-m^Mo RjSB#r^(± 1 ~ 1 2^K-e^^o 

[0 15 4] 

^ H 2 XfM 

2xei±. ^ (H2) -T:^$tL;S'fl:^«iJ<7)2" itLMm^'^m&'^^^i^^ 

(H3) T'*$:}X^'fb^%=^^7t-r^X@-e^;&o C:<7)XfM{4. m^^^T. ^ (H2) 
10 15 5] ^ 4.-/, ^ ^ 

< eijv:x-e^^o ^jSia]K{io°c~3 orr-tT^fL^o RjSB#f^t4 1 ~8B#F^-e^ 

^ o 

[0 15 6] 

^ H 3 31 fS 

mnsxwi. (H3) x'^$tLa'fb^Ji^<7)5fii3J:rj^^4" iiymmm^A^ 

mXL ^v^-e-ttmKSi-s^ticii?-^^ (H4) -e^$^^*<b^t/=Sr$!i7t■t^XS 
-C^;hl iOXSli, m^<?)^«T> (H3) xm^iv^^t^mtWS0 2 C 1 ( 

^ci-c^Wii^-^^v. :7^-;v, p - h U ;v^=^^i-) ii^te^^. 5jii3j:r/4" 

i; ji-^;VT5 v V if ;Va^f-;WT 5 4 - v f-;VT ^ 7 li V v > f=Srplf 
ci t /^^~-?:- . UtLHt. 4 - f-;vT ^ y t: i; V ^^-e^^&o ^RjSrmygii®'^ o ^~ 

3 0°C-etT^'tL-5>o RJSB#r«1f± 1-2 4^F^-t?*^o 

^tL, iftL<f4> N, N- f-;V'i^;V-^T 5 Ft?^;2>o SJS7a;KJ4 6 0 *C~ 9 0 "Cf 
^T^tL^o RJSB#F^{± 1-12 mmx^^o 
[0 15 9] 

^ H 4 X^S 

(H5) ■^^$:?x;i>'fk^t»^m^-t^X@T'^^o ^(OJimt. (H4 
[0 16 0] 
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^~-J : 33/ 



t e r t -rf-;wT;v=f-;v> mt^^i^y. ^xIU7t^)Vl^iii:Xfz.i'^h(D'{f^,^mmti:t: 
^ h V -^AJ^h^v F> t e r t - B u O K >^ if^*'* If L<ii 

[0161] 

^i^*L. >fev^-e3" iiT<ym^mMmi>zi^m-r&^tKx^. -m^ (h6) -^-^^ 

t^^'ft:^^^^m^t■r'5>X®-^^**o COXfSti. -1^^ (H5) tt^jb-^tJ ii^TH 

[0 16 2] _ u.^ 

^^Vf-'>A>&i:'^^WbtL. -J^^ (H5) X-^^fl^^t^m<D.'^M 

^^zLM^^^^-rm^Kii. ±mi'Vv^^m'^tL<. ,^.mmm^^m-rm^<<^it7K 

j:;^ T- h^t Fn:79^-. N, N - v ^ f- >'V 

|[ 0 1 6 3 3 

Ifi; v^-e^-So ^)a>ia«liO°C~3 0°C-e^ft>tL^o SlSB^^ti l ~ 8 BtKt?*^o 
[0 16 4] 
6 X@ 

6xsii. -is^ (H6) ■7:-m^f^^it^^^(D lur ^ y m^nmi^xi^. -B. 

^ (H7) (^--e. Aiit e r t -y' Y ^'y^ ^^^-^^^^ ^>'i;;v:^^ v:*;V5K-;v 

=Srk-r) -e^^tL^^b^tJ^m^t-t^Xfi-e^^^o i(^X@{±> ^^^'J(75:(?ftT. 
(H6) T?^$^;Sft:^!i/t :^;V*-^m. ANH (CH2) nCH (OH) CO OH 

il^^lJ*«-ii:THc-j|^^ (H6) -eS$tL;g>^b'§-^t*>'^=^'>M. ANH (CH2) n 
CH (OH) COOH (:ii-eA{±BirlBtl^-<^*B^=^^"^) ^>RfS^^^- 
[0165] 

3 _^ jc^n^v- 4 -:t^V- 3. 4-vt;Kn-l, 2, 3--?>V^bV 
r y ^j: if\:M^f^^ '^^^^''f o 4$^^tL;g.P&;l'4<'^mifS#i: L-^f±N-t Fn 
:3f iJ';^^ 5 Fj^>^x;v> n-h F^dr->3^^^5^M^ ^ F^^-r^v. p-— — 

5 FJ^>^x;V-edb-l>o bTii. 7- > -7 1^ Fn y':7>, v 
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: 34/ 



. UtL<i±. N, N- v^^;v5j^;vi^T^ K-e^^o KJS?ajKi± o t:~ 3 o°cci^T^tL 

[0 16 6] 

^ H 7 X^g , 

^H7X^1(±. -1^^ (H7) CD^h-g-if^OS" isLCDUm^^^ y)^tuT-^^)l^m^^ 
^c; (4-^ i.^->7a^-;v) •f-;V^ (PDMDS) t^^mL. (H8) -e^$ 

fi^hit^m^M^i-^J^^-^^^^o ^(DUmi. -M.^ (H7) -t:-R$^xS'ffc^t/t:^» 

[0 16 7] 

mmi^nx-i^m^Mi^^tLxii. Rm^v^j-. Rm.i-v')'^^^ ym^t^-^')^ 
~ 5 ox:-etT^:tT^-2>o RJS0#F^{i 1 -swmx^^o 

[0 16 8] . ^ . 

[0169] 

8 X@ _ 

-IS^ (H9) T:-^$tL^'fb^t/^mi-^x@-e^;£.o ^<7)xfiii, -il^^ (H8) 

[0170] 

7Xt/c}±^:?x^c7)M^M>fctf^^~^if'^;ii^, Utl^ili. :^ 9 J - 
;v t v^r^-^f x^^S-^Mt-^^o K^T^mt 0 °C~ 3 0 VX^r^fh^o KJ^^m^ii 1 ~ 

8 wmx^^o 

[0 1 7 1 1 

^H9XS 

QXflii. (H9) -C^$)!x^<k^tl«75l^K*^Pi^*L. -J^^ (HI 0) 

[0 17 2] 

I W: 

Tmt ^(11) x^^ jh^%<75 1 itLizmm^Mx l. >x^^x s f^js j: y^^e " lit:: 
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^—-J: 35/ 



[it 15] 



OH 



.OH 




BocHN-^ 



1-1 (HI) 



-NHBoc 



o=<__ "°ii^:;xixs:°NHBoc 

1-2 



BocHN- 



illXl 



-NHBoc 




NHBoc 



HO 
HN 



^ HO I 



CFa Hq.°'HN^^^^^'*"^'' 



1-3 



HN- 



.OH 



NHBoc 



II5Xf 




O 

HN , 

CFa HN 
B 



NHBoc 



-NHBoc 




NHBoc 



NHBoc 



'mi ix®{i, ^(11) -e^$tL;&'fb^t;<^ Hi^s iti^^s" fir 5 y ^o^^KK^F^ 
>j^v^-e3" iiLT^ym^Mm^i-mMi-^^i^f'-^^^ ^ (12) ^-s^^^s-fb-^ 

[0 17 4] _ 

=j =y V ^ . imAt^^ '7V^2^. m<be^* ^ ^ ^ v> 
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^-i^ : 36/ 



[0 17 5] 

}-UT 5 tf U V 4 - i^'^ ^;VT 5 7 V ^ ^ t^T^^'^lf 6 Jfx. UtL< 

bf U yx^^o KBUmii 0 °C~ 3 0 °C-e^f^ tL^ o RJSB^Fb^ ti 1 ~ 8 B#FBl"t:-^ ^ o 
[0176] 

2X5g{4. ^(12) -e^^^L^^b-^if^*^ iiiT5 y*4rlliJiI**XL,^-IS^ ( 

13) (^^-eAii t e r t P 

) -eS^tL&<t:^i|^^^5ti-^x^-e^^o ^ox^ti. m^M<D^^r. ^ (12) -e 

*^tLS<h^Jit/fc55'>'V'i^*>'m. ANH (CH2) nCH (OH) COOH (i^-eAtiHU 
f^tm-(DMm^^i') t^Km^^^:^^. ^;&v>liil^^ij^'ftffl^i:-f ^ (12) ^ 
m^f^^it^^^t^ }^^^ym. ANH (CH2) nCH (OH) COOH i^^LXAltm 

[0 17 7] , ^ 

v:/nt°;v:^;;v.-KvM ^ N-^^;v-N' - 3 - v ^ -^^^VT 5 y tf ;v>j.^vM 

3 - ti Fo^v- 4 -^^V- 3 , 4->^'liFn-l, 2, 3-^>'V'h'; 
ryy^j:t^^1]\i^fzii<^:^^W^^'^^o LTiiN-^ Fn 

^v^iJ'^V-f 5 Fj:-;^^>'V, N-li Fn^v:3yN^^-f 5 Fo^Xx;!^. p-:^hn-7ji- 

^v^7^^^m-f 5 FJ^;^7^;v-e^^o «ffl$tL;&«t L-CJi. t- h 9 Fn ^ V 

io >RjSB#ffiii 1 ~ 1 2 mmx$)^o 

[0 17 8] 

^13 Xf§ 

m I 3Xfii±. -1^^ (13) -e^^n^'ft^tJ'T) 6" ^i7Xm*t::i*K*^*AL. — 
(14) -e^$tL^4h^ilt/^M1-^xet?^*o ^OX^ti. m»co^^T> — ^ 
^ (1 3) -e^$tL;5,'fb^%fcR^^C 1 (Ri^ii h i; 7i-JVy tert--7^'^ 
;vi;y f- ;v V U ;va, h V ^ v 7°n tf ;v v t e r t - yf-;v v -7 U 

[0 17 91 , , ^ 

tfi; i;>'^Jf*^~^lf ^tL. §f*L<ti, }£Vy>X^^o jgffl tr 

v^-e^-So RjSia;Ki±2 o°c~8 o ''c-c-fi^t?;?x^o KBm^im'^2-i omm 

"C^ ^ o 

[0 18 0] 

A. e^^^;V;j.;VAT^ F. T-trh-bU;v, If U v ^ fc'-C^ S o tl* LT {± 4 - v 
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^-v : 37/ 



[01811 

mi A Xfl 

4X^li. -Jl^^ (14) -t?«$tLS<b^;f^<7)2" 4" fi. 2' ' ' fi7Km^ 
. :^««T. -1^^ (14) ^^m^fx^hit^mtBz 0*^v^{±BCl (Bi:LT{±T 

[0 18 31 

mi -1^^ (15) i^^^tLs^b-^^t^e" f47jcmso#^«-^-^^ 

^-;vy-^;v*,ab;i>vM±vV;v^^Pt*L, (I 6) -e^$ ^fx^ik^^^miti-^ 

Xfl-t:^2b;&c ic75Xfl(i;. -m.^ (I 5) -C'S$tL^<l:^J^i:m^^v>t±i«t 
-ti-;& i ^ <£ l9ii^^tLi)o 

[0 18 41 ^ _ , _ 

[0 18 51 , , _ , 

;vS(^S5J.j^.KX@t:-ffiffl W^: LTf±, Ut\^<\t. T4r h ^ h y X b 

7y^b7fc**t^'C'^So RSJastior-s ot:-etT^tL;i>o -^JS^r^^ti 1 ~ 1 2B#K-e 

2b S o 

[0 18 61 

mi 6 x^ 

6X^I}4> (I 6) ■em$tL;S>>fb^^0 5<4:fe<J:t>*6" <i^7;V:tn<bL. 

(I 7) t:-^$tL;&^b^Jt^*m^i-^x@-e^^o ^(7)x®t±. -m^ (I 6) 

[ 0 1 8 7 1 

:^i:nxm $ ;s, 7 ;v :t- n < bfi^sij t u t (± = -7 >fb v ^ f - ;v r ^ y ( d A s t ) 
v>-e^;?)o SJ£'ia«ti-4 o°c~3 or-e^T^^x^o BMmM^ti-?>nmx^^o 

[0 18 81 

7Xfg 

7Xfitt. -flg^ (I 7) -trm^tL^^b^t/Oj^M^I^^L. (I 8) "C- 

[0 18 91 

T 
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: 38/ 



J m 




[0 19 0] 

^ T 1 X@ 

ix^ti^ ^ (J 1) -^-m^fL^i\:^m(0 5iiL^w.<-t^x<7)7m&i^^'(^T<y 

^IC't^tt^^SrSAi-SX^T-^ao i<?)Xeii. {iCi6lc:^»#^T. ^ (J 1) "^^^ 
tL;i><h'^^t A2 0$)^v^tiAC 1 (^l^-eAli t e r t - r h ^ ^> 

[0 19 11 

°C~ 4 0 t:-elT^^tL;5)o R)SB#fHT(i 1-24 B#F^-e*^o 

[0 19 21 , , ^ 

t>tL. &^L<t±. t'v v>-eab^o RjiD^aiEtio'c-s ot:t?tr*?tL;&o R)Sb#^(±i 

[0 19 31 

tBfE# 2005-3017571 
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^ J 2 JIM. 

mi 2Xfi{i (J 2) -t?^$:i^;5.'^b^^l^^0 5'f^I7XMt^^'m^^=SrSAL. 

Xflii, m»c75:i¥i£T. -IS:^ (J 2) -tr^§tL^^b^tlfcWS0 2 C 1 (^liT'Wti^ 

10 19 4] _^ , , 

[0 19 5] . , ^ ^ ^ 

i?$L<ti> N, N- vy ^^^'^^^'^T 5 VX^^ho RJSia;K 6 0 "C ~ 9 CC "Ctr 
:bk^o R)SB#^tt 1 ~ 1 2^^-^*So 

[0 19 6] 
H T 3 X^§ 

3X^lt±. -1^^ (J 3) -e^§tL^fk^t/<7)««=grP^*L. (J 4) 

^^tt-^jb^if^^m^l-^xs-e^b^o 'K«*<7)^*«^<^^A8X^^:|wi«o^#-e 

[0 19 7] 

5i {KDxm^fi^ iY.^rn 5 T ^ V T ;V O T V =Sr T 5 y * jItc 

L. #?,kf^tCT5y*t'gm^=^^X-t-^-i:l^J:'9> (K4) tr^^ jk-^- 

m^^^-t^-n'^x%^. mT^;^-rxfl^«T^^$^^^o ffli§msi--c-*^-fl£^ (k 

1) X^^i\^^\\.^m\U lu^<^J'^C9»J 1~J 2XIIi;t^v>m^i-^-i::d^^-ei^o 
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1 7 1 




HO 




OH 



[0 19 81 

K2) -C^$tLi^Ii-^^^^M1-^X@-t:-^;S,o ^OX^Ji. (Kl) c^^tL.^ 

*^L-ct±Rm?5;U'>A. Rmi-y')^^^ Tm^tijv^j^. 7Km<b^>v>>A jhv 

^A^h^'>K h U >^AJ:h^v t e r t-BuOK^£ ty^m^f hit. tJtL< 
it. ^ > i; ^ A ^ > ^Hj-^ KT'afe;2>o KlS'^JSii 0 °C~ 6 0 VX^^^yi^fi^ o RiBBtr^lii 1 
~ 8 B#FHi-i?jfTt?tL;i>o 



10 2 0 1 1 ^ , 

imit^^ ^py^. m^te^'"^ ^ ^ ^«fi!ii7X*7i7cMi»^ t'^^^^if ^ tt. -1^5^ (k 
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V ^ -5^ ;v .i^ ;v A T 5 7}c t t± i W :t his^hcD >fe if /i^-^if e> ^ ^ o 
te>rajK« 1 0 "C- 3 0 "CX-fir^tL^o ^CSBff^fifit 1 ~ 8 BtP^t^^^o 

[0 2 0 2 ] 
^ K 3 Xfl 

o ^(OJimi. «»T. -« (K3) -^-^^tL^^t^iitJtR^^COC 1 (.rc-C-R 

T^^v^^v^^&St^ X{i^M3y>>^^i-) h-^W.]B^^^*'^ ^^v^(±9l7G^iJ 
(7)^«T. R°*CHO (Rf±7X*ili^> Ci - 5 T;v^;v*. TV-;v*^*i-) ^^KJS 

[0 2 0 3 1 ^ , , -, 

ro^cOC 1 i:60;^)SX@-e«ffi$tL;S.Mi:LT(4. mt:^^vy. ^uuit^)V2.. 1 

-5^;VT 5 ^ V V y ^ h^^^^^tf tt, &S L < ^ V ^tr^ KtiS?aK«± 0 C~ 3 

10 2 0 4] _ , ^ 

RO^xiicoRjSXfi-ej^^^tL^Mi: LTi±x b 7li Kn7:7>. 1, 

^m^Vv''^^. hi;j^^;VT5>. 4-^?^-^;VT5 / lii; v^^'fcif^^^^^f 
. $?tL<«. Rm^^/i; trA-t-^-So ^mumt2 0°C~6 0°C-e^Tt?^x;2)o RJSBtF^lii 
1 ~ 1 2 Btfal-tr^^o 

R C H O t CO ^J&XfS trj* ffl $ v$i» t b T j^ffl $ n ^ i: L -C {± . ^ ^ ^ - 
«i ^ » t L < {4 . ^ y - ;w V ^ -9- ^ i: I^m<^ ^ ^ o ffiffl 

f L < t±> > 'J T-b h ^>'7R*<b'^'>*:^ > A'C^j^o >S:jS5a;Kf± 0 C~ 3 0 CT-fT 
10206] 

ntf;vT;v3-;v t e r t -7^~-^;vt;v=i-;v. m^h^ ^nn.i.;vAi3 

o ;R)S0#rBi(4 1 ~ 8 nn-^fit>M 

r^{±i~i 2B#rBiT-^^o (K3) 'Q^^fthit^m<Dum^Ki)'^yv)v^^v 

^ - i: § o ^ ^ ®li^7jc#Sx;M^ i: L r {± / ^° 9 v a -BM. tMt S ^ 

ttiliE# 2005-3017571 
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fj:t'imi'f^^ti!}^X-^. mm t L T {± I' SB # L ^ V ^ ^> O tr ^ ;ix if # PI^ i± ^ V > 
t!)^ UtV<l±. T Y ^ Y'u y y > ^ z;:t^^ytfzii^ti 

[0 2 0 8] 

~Lmii. -i^^ (LI) (cL^tf-R^MiCi - 6 T)i^ij y ^ j^-t^'^m^m-t) 

(LI) X-m^fi&^\:^mim^<0]m(Omj 1~J 2X^t3«feV^m:5t 

litis] 




[0 2 0 91 

L 1 HI© 

mL ix@{i> -IS:^ (LI) -e^$tt^<b-B-t><7)7Xm»<7?j^a^^l^^L. ( 
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»i:LT{±. km^^J'^^. RSt^hV'i'A. 7XIMb*'J>>A, TKm'ft'^ b V -^^^ -^h 
U A ^ h ^ V ^ h i; ^ h ^ V t e r t - B u OK-^c^t^i)^mfhft. Bt L 

[0211] 

^ L 2 ZC^M 

ISL 2Xfii±> -il^^ (L2) -eS$:|L-l>'ffc^tl<^ 5^i^^<7Xm*^^#K^=^*A^- 
(L2) x-m^iv^it^mtB2 O^^v^tiBC 1 (B{±T-b^;v^. 

[02 1 2 ] 

L<i±. iiUv:^-e^^o K!Bumiiov-3 o'cx^^ri^ft^o Kmnmi-^i - B^mx- 

^ <?) o 

[0 2 13] 

^ L 3 

mL 3X®f±s (L3) -C^$:}X^jb'^#0 5ii7Xm*«:^>'V*-^V'fl^1-^X@ 

-e^;i>o ic7)xei±. m««T, -Ji^^ (L3) xm^ii&^t^mtR''so2 c i ( 

[0 2 14] ^ _ 

*X?I-Ci5^ffl^tL;i.Mt L-rii. J^-fb^f-V^-. ^'nn:^;^^, 1, 2-v 

0tL<t±. 4 - yy i^^vT ^ / ti i; v^-eab^o R)SS.;gi±3l'i"0 °c~ 3 o °c-e^T 

t?tt*o ;KJSB#rB^i4 1-24 HfF^-e^^o 
[0 2 15] 
4 X® 

4X®J4, -IS^ (L4) -e«$;iL^'fh^t/<75j*ii**P^*L. (L5) 
[0 2 16] 

-^.^j^ (Ml) xm^fi^it^'^^<7)5U7^'yT)i^i>zmmmR'^^mx^^ ^ 
v^-eim-fiifi^SAt-^-ti^i^. -^^ (M6) xm-^fL^^t^m^m^ir^i^m 
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: 44/ 



OH 



HO 
HN 




BocHN^ 
I HO 



NHBoc 



M1 (12) 



.OH 



-NHBoc 




NHBoc 



B. 



B. 



BocHN' 



HO 



CFa B 



M2 



B 



BocHN- 



- NHBoc 



95a 



M3 



-NHBoc 



OH 



HN-^--'^^ 



I^Q-^V — BocHN 
HN 

^CFg HO° HN 

N / ^sa 



HN 
/ 
A 





NHBoc 



M5 



n 



NHBoc 




HzN 



10 2 17] 

mu 1 xf§ 

. (M2) "t' 

) -eft^n^fb-^tffc B 2 o*;2>v^t±BC i 

[0 2 181 

[0 2 19] 

2 Xfi 

^M2Xg{±. -m.^ (M2) tr^$^^^ 

-es^^j^^-t ^^tKX^ (M 3 ) -e 

Xfi^i^ m*<^^^ET. (M2) 
iJ^n^i/JI^. Ci-6 T;vde;VT 5 



NH2 



^/Mn :t.«tJJ:&- 



(B itr^^}^^ 



?l¥ftT. (Ml 



^ f- ;V T ^ / y V > ^ t':^^mf h tL. t 

3 0 "C-e^ff^^^o ^)SB#F^{± 1 ~ 8 B#r^-e 



^ix-^jb-a-tJ^ws 02 c 1 (ii-ew{±^ 

K)S ^ ^i: 5 l-a^;^ -'^ * - ^ ^ v*=Sr ^ 
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[0 2 2 0] ^ , , 

mill»(^»AX® T'^ffl ^fi^mmtLX i±#a £ {f m-fh^ f - V > . ^ n n ;v a l 

*C-efi^t)k^o KtS^F^{il~2 4B#^X**^o 

iff L<f4> N, N-v>'y F-eab^o R^E^ajK {4 6 0 "C- 9 0 °C-e 

[0 2 2 2] 

iiLT^ym<Dim&^f^^^ir;h^nx^^o ^(Dumit. (ms) t-^^^^^^^jj 

o 

[0 2 2 3] 

ym&fDm.^mxnxim^i'^^m^tLx^i. ;^^y-j^. -[^-^J^^f 

;VT;vn-;v t e r t -7'^;^T;vn-;v. i^'fby f-V^. ^nn*;vAjo j;t>-fL^ 

^i. -^hV-^/Ay h^vF> •^hiJ'^Aaih^vF. t e r t -B uOK^fcifTS^^^tf ^ 
ix^ 0$L<{4. h V >>Ay h^v' FX-^-So RlDyajSt4 0°C~6 0°C-r-^T^tL;i,o ^ 

^^^hu-^A. i^vf-'^A/^t^^^^^tf ^ii. -1^^ (MS) xm^tti>^\:^m<DM^ 

[0 2 2 5] 

^^MTxiiii. (M4) xm^iv:i>it^m<^ lur ^ y m-mm^mxi.. 

^ (M5) (^>r-eAl4t e r t - ^ h ;v*'^;v^, v;V5t-^'>*;v^'^;v* 
ki") -e*$:?^^-^b^^il^m5ti-'&xfix^^^o r(^X@{±. il-^SiJco^^T. ( 

M4) -e^$;i^^'^b^^^^^^^'-^">'m. ANH (CH2) nCH (OH) COOH (^^ 

^.^m^M^im^r^'-mi^ (M4) T-»$tL^'fb^!ili::^/;V.i^->gt. ANH (CH2 
) nCH (OH) COOH .(^C:-eA{4HUtat|Wl-(^^i*=lrmi-) t 
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[0 2 2 61 ^ 1..^ y 

V7°nli;V*;v.-^^vM ^ N-^^;v-N' - 3 - ^;VT ^ y-7^n ti;v* ^ 
,;-5../_;V, 3-t Kndr->-4-:r^V-3. 4 - K n - 1 , 2, 3-^>y'h'; 

i$';V'f < F^^r^v^ N- t F^^->3^^^St^ 5 F^;^^;^, p-— hnyjc — 
;vjc;^y^;v, ^ ^ ^ ;u n y ji t'jJ'^^^'f ^ tL, |^ftL<{i^ N-l^Fn 

io K)SB#F^i± 1-12 0#F^t:^^o 
[0 2 2 7] 

^MsxfiJi. -Jis^ (M5) -^^m^i^:hit^s^^(Dumm^m^\^. (m6) c 

[0 2 2 8] 

-m^ (Ni) xm^n^^h^m<^3" mzw^mR^" ^^sal. ^v^-es 

'fS:T^->T;vtimm*R''^«A-r^- 1 (N6) 

:ifr*^a-c'*'9. ^.TK^-^Ji^^^rnxmik^fi^c m^wMx^^iz (nd -e«$ 
tL;g>'fi:^%{i#r^BB5 5- 1 6 4 6 9 6^<kmiimm.^fifziomxmi^ir^ ^ tij^x^ ^ 
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Ut2 0] 




^ N1 

HN. 





A 
NH 



OH 




iiM-— HO I 





HN, 



N2 



A 
NH 




HO 



A 
NH 



" HOI 



Ph-^ HO "HN 




HO^ 

<1>i^;X^;:SSnh 

^ N3 



HN. 



OH 



A 
NH 




NH2 



pj3"a _ R«".CH2- 

[0 2 2 9] 

1 

i-;5>x®-e*^o iMSti. :^«^«T. (Nl) ^^^$tLSjb^%t-<>v;v 

IS:^ (Nl) -tr^$:}x-i)jt^!^h^>XT;v-rti F^i-Rf&^-'^^'^^^^'t^'^^^J^^^ 

-5) o 

[0 2 3 0] , ^ 

2^X@-^i^ffl$i^'l>■W^: LT(±, xf9HFn-77>. 1, 2-v^h 

o KS^F^{il~l 2^F^-e^^o 
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: 48/ 



[0 2 3 1 1 

-ig^ (N3) x'm^i^iit^m^mM-r^J:m'^^^^o ^<Di:mii. -« (n2) -e 

[0 2 3 2 ] 

fc'T&s^lfet^s ^tL<t±^ 7K*'fb4^'>*^ > '^^■^■^^o ttffl^^x^Mt LTii^ 

0 °C~ 3 0 °C-e^Ttj:}r;2.o R)S0#fBl{i 1 ~ 8 mmx-^^o 

[0 2 3 31 
I^N 3Xfl 

^N3Xflti. -IS^ (N3) xm^ii^it^moS" jiz.^>i^~;v*«r t e r t-^h 
[0 2 3 41 _ _ , _ 

mx^ho Kt5?aStil 0°C~3 0°C-e^f^tL^o RJSB#P^{±®'^l'-8PtF^-eS>^o 

[0 2 3 51 
H N 4 X>S 

-em^R)^:^-r;i.-^:i'j;^-« (ns) x^^iv^it^m^m.^-tz>iLnx^:i>o ^<d 

X^iii. m*<^«T. -IS^ (N4) X^^ft^it^mh^^Oz C 1 (r^TW{±^ 

^n;nKT-> ^nAji^. Ci-6t;v^;vt ^ y ^ (^cdt;v^;v*o 1 JaJ>x<^7X 

[0 2 3 6 ] 

If ^ i h -h^X § . t L < t±> 4 - y ^ T ^ y V V > "e* ^ o ^JSrMtiS'i' 0 °C 
-30 -Cl^^f ^^^-L-So ^^SBtfe^li 1-24 m^X^:bo 

[0 2 3 71 _ ^ ^ . 

j:-;?'^ v^^'^y. N, N- vy ^;v>^;v^T ^ f-;v;^;v*^ v F'fe ^/{)^~^tf 

i?^L<tt. if, N-vy F't:*;£.o RiS?^;^^* 6 0 1:- 9 0 rr- 

[0 2 3 81 

5X@ 
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»N5X^ti. -^^ (N5) (N6) 
[0 2 3 9] 

0 

~ofe(± -1^^ (0 1) x-u^MiY.^m(D&' mm$A^mx\^. ^v^-tr-sfir^v- 
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U\:2 1] 



OH 
HOl 



B 
E 



BocHN- 



HO, "HN 
O 



-NHZ 



0-^V^°\ BocHN- 
BocHN-^---^ HO 



fgoixis 



HQ. 



02 



01 (G2) 



BocHN 



BocHN 



BocHN— ^ Vn HO 



-O^ OH 

HO I ^.--v-^.--'^n - — 



^03X^ 



Jj^-^X^O BocHN 

BocHN-^--^ HO 

"""ot^J^i^S^NHBoc 
HQ, 



^"^O^^CHO 



O 04 



03 



BocHN 



BocHN 



OH 



BocHN" 



BocHN^"-^ HO ^^^^--^-''^^ 

"''o?j;JS^::::S3nhboc 



NH2 



oh 

HO I ^----v-\.--'^0 ... . 



ho^ 



^05X@ 



05 



H2N 



BocHN 



06 



^06XfI 



HN 

\ 

A 



08 



so7x^ o 07 

HN 
A 



SlOSXfS 



HO 
HzN 



OH ' 

7^ "^-p^^ 



NH2 



HaN 



09 



[0 2 4 0] 

^0 1 

^0 lXfi«. -IS^ (0 1) -e*$tL^jb^t/(7)4" . 6" >X 

v^-ee' {ico^Kft^l^^-r^xfii^^^o cicox^sii. m^^ET. (01) -t?* 

^iv^it^mtE2 C0ab^vMiE2 C (OMe) 2 ^"CE ^i7X«Jg?-^ ^^;V^. 
[0 2 4 1] 
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[0 2 4 2 1 _ . 

V^j:\^^i>(DX-^irimKmmi^^^'^'^ UtL<l±. t" h -7 t 

K n 7 9 > . V :t- ^ ^t > t t± O :t llv#^'J 1 7K t WL^mM X^^ho 1 
0 °C ~ 3 0 °C-(:'^ 0 > RJS0#F^ (±il# 1 ~ 8 Ei#fHTt:^ ^ o 
[0 2 4 3] 

2Xfi{i. (0 2) xm^iv:hit^m<D6' ittT ^ / T )vr\^ V l^^lt 

[0 2 4 4] 

:$:X^M -e^ffi $ fx ^ v#S ^ L T i± . t L < Ji . yKt ^ u u )V A(D rl-^M^C ^ ^ ffi 
b V ^ A-e*;S.o R^tSiUKli 0 °C~ 3 0 VX'^-r^fi^o KJ^m^a 1 2 ~ 4 8B#F^ 
[0 2 4 5] 

HQS Xfl 

I^OSX^ti. (0 4) xm^i^^it^m^Um^^Jinx^^o ^M5gti. 

— (03) -t~S$:JxS'ft^%i:^>n^^>'=lr:&^#^TR)S$-ii:^-^it-<t '^itfiK 
^fi^o :$ii:mx-mm^i^^mmtLxii^ ^ y t e r t-J~J^VT 

;V3-;V, i^fb^-f-l^^. i>^^nnai^>i3 j:CF^:fxP>(7)fl^YM^^~^tf 5tsL< 
^V^vK. ^ h U -^AJ^ b^'> K\ t e r t -B u 0 K'^ if^S^^tf ^tU «ftL<t±. 

[0 2 4 6] 

^ Q 4 Xfl 

^o 4X5g«> (0 5) -e^$tL;&'fk>^tJ=lrM-r^xflt?*>^c ^<7)Xfi«. 

(04) xm^fl^it^mtm7t■^]t^Rm^^^^t^zx^mJ&^i^^o ^x.m 

$ftL<{±> ^iJ'y-^v. xh7iiFn-79>. 

[0 2 4 7] 

^05 Xfl 

mo 5Xfii±. (0 5) -tr^:&tLa'fb^%(^iM*«rF^*L. ^ (0 6) tr^^ 

:fx jt^m ^ M^t hJMX-^^o «^<^ m » A 8 X@ ^ |Wl#o ^i^-t:-tT ^ 
^ i)^X ^ h o 
[0 2 4 8] 
IS 0 6 X^S 

^OeXgti. ^ (0 6) T?^$:?x^<b^i|^<7)5fS:^P*<1-'^-C07Xm*i3J;rFT5 / 

ffiliE# 2005-3017571 



#JiS 2004-013642 



-^-v : 52/ 



*lC'KK*=^«Xi-'S>Xe-e*2.o ^OX@ii. i±li^lcm»^ET. ^ (0 6) T^a^ 
tL;S.'fb^tJtA2 O^^VMiAC 1 (ri-t:-A{±t e r t - ^ h ^ ~> * -^^^ 

B2 0*;i>VMi:BCl (B t bT{±T-fe^;v*. ^ > VM 
[0 2 4 9] 

°C~4 0°CT:ift?tt;&o R)SB#^iil~2 4B#r^t?^^o 

film.mtLxithv:^^^i^T^y. ^^)vy. ^-v^^^^vr? /^"ui^^^^^^w- 
~ 8 BfP^TJ'^^o 

[ 0 2 5 1 ] 
s o 7 

7xet±. (0 7) -e^$tL;g,'fb'6-t/co5fa:7Rm*t'l5J.^^^*AL, ^i:v^ 

-esmRiSi"^- ti-'t ^-fls^ (0 8) -t-s$ti-^4b^fi)^m^-rsxfS-e*ao 

Xflii. :^»C0«T. (07) -C-^^tL^it-^t/ilWSOs C 1 (^l^Wii^ 

■7i-;v p-h';;v^^S1-) i:*RJS$-iir> 5 fit::^^^;^*"^'^^^ v*=gr 

vF», ^n;nr.^. ^oAH^. Ci-e t;v^;vt 5 ^ (r OT;v^;v»co 1 mjKO 
;s> :i t Ti^'t? i > $ftb<{±> 4 - f-;vT 5 V v^'^afe^o RJSiaSJi^i'i" 0 "C — 

3 0 "CTif o KJSBtf^ (±1-24 Bff^-e^ ^ o 

«^K)I^Xfl-e«ffi$:}^^•«tL-C^±. xh^t Fn-79>. 1. 2-v^ b J;> 
^^^^ v?:t^-9->. N, N-v^^;V^;vAT§ Fs •f-;Vy!.;v^dri/ K'i t^^^plT 
p?tL^ ^?tL<t±. N, N- T 5 F"eab^o sliB-iasti 6 0 °C~ 9 0 °C"e 

^fT^k^o rjsb#f^{± 1 ~ 1 2 mmx-h^o 

[0 2 5 4] 

S0 8Xfi« -1^^ (0 8) -e^$:}x;?>'fl:^f|^<^^*i»=^P^*L. (0 9) -t:' 

tL-& jk^t) ^mas-r ^xe-e^ ^ o i^»<7)i^*(±itr^<7)^ A 8 xfi h mm<D^i^x^ 

[0 2 5 51 

p ^ 

P^(i^ — IS:^ (PI) -e^$tt;i><b'^t/<^ 6" j^TK^S^SrSTcL, ^v^t^sfir^v 
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[^b 2 2 1 




> ' ° PS /"^ 

H 

[0 2 5 6 1 

HP 1 

^Jin-^'^^o 'ciWXflii. m^?^T, (PI) -tr^^^^S'ffcM^tPhCH (O 

^:R)S$-»i:2MS:. 2' ' ' itL^^m-T ^ ^ tiz X ^ Mm^fi^ c 
[ 0 2 5 7 1 

4" fe. 6" ^4#KXetrj^ffi$^x^Wi:bTi±, N, N - v A 

;Vjc>^;V^>mt'*'5.o 0 °C~ 1 0 °C-C^f ^btt^o R^r^lii 1 ~ 8 B#f^-e 

[ 0 2 5 8 1 

2" ^i. 2' ' ' jii^«x@-t:i$ffl$tL;5.vt«fcb-c«. N, N-^^'^^;v 
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^--J : 54/ 



>fet^75^~^lf 0f L<{i. tfVv^-C^^o ^^L.zaKl±0°C~3 0°CX-^T:t^tL^o K 

cisB#FB^{± 1 ~ 8 m^-^^^^o 

[ 0 2 5 9 1 

H P 2 X^l 

mF 2Xflii. -1^^ (P3) T:^^§:IX^ifc^if^*Sat-r*X@-C^^o ^(75X^lt±. 

RJSBtr^fi 1 ~ 1 2B#r^-eab^o 
[0 2 6 01 

IS P 3 Xfl 

^p 3X®{± (P4) -e^$^^;l)'^b#%^m^i■^x^"^'*^° <r(7)X®ii, 

[0 2 6 1 1 ♦ , * 

iisiaffii±2 ot-i 2 o-CT'^f^tL^o KED^FrB^fi 1 ~80#rBi-e^;2.o 

102621 

m4k^^°^v'>A. mit^^^j: t^^^wn. »^l<{±. /^°^v'^A-R*-e^^o m$ 
m^mnx^^o mkumii- 1 o 3 o r-t?* ^ . K!BmmitM'^ 1 ~ s Btr^-e^^o 

[0 2 6 31 

|g P 4 X^ 

4X5Fi{±. -J^^ (P4) -t?^:^tL;i,'fk'&%60 5i2:7Xm^t-I^^^^*AL. 

xfiii. Mm<D^^T. -i^^ (P4) -e^$tL^4b^t/a:WS0 2 c 1 Cici-ewti^ 

3 0 r-etT^k^o ^t£B#FB^t± 1 ~ 2 4 b#Fb^-c-^^o 
[0 2 6 51 
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^--J : 55/ 



[0 2 6 6] 

^ P 5 X@ 

»P 5X®li -IS^ (P5) i:-^$:|x;&^b#tfO'f*K*^P^*L. -IS^ (P6) 
[0 2 6 7] 

Q-^i±. (Ql) T-«$*^^<l:^%«0 6" ^itCffl$lR«" ^ (^^-^-R^" ^{i2- 

y 5 y _ 1 Kn:¥->j:-^;v^^^i-) ^SAL. -IS^ (Q7) ^ 

JiJ«Tt^^1-X^l*^-cm^^ o mi§Ilf4^-^^-«^^ (Q D 
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Ut2 3] 




[0 2 6 8] 

1^ Q 1 T.^ 

t e r t -7'^;VTJV=z-;^> il'fb^^V>'. ^ n n 5j^;v A i3 i t>'i^?p 

h i; >irA^ h^v K\ :h h V h^rv t e r t - B u O K ^ h^^^^^tf ^ tt, 
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[0 2 6 91 

mo 2 urn 

^ fi V U ;v*Ti^K L . >^v^ tr^S 07]cm» =^ T v ;v^-t:i*BK-r S ^: I' i i9 . - 
^S:^ (Q3) x-m^i^^it^^^M^-r^xnr-^i>o ^(DUmf^t. il&«o^^T> -1^ 
^ iQ2) -cm^f^^it^^^tR'^C I (Ri^fi h U ^^c^;^^^;^*. t e r t --^-^^ 

h i; ^ v/ot°;v~>u;v*. t e r t -■/•5^;vv-7 3.^;vv V 
^^1") >^v>-tr±l*#:&T, B2 O^Sv^{±BCl (B LTtiT-b^^V 

[0 2 7 0] , _ , 

liUv>i?*^o >^)Sraj^ii2 0°C~8 0°Ct:if^^^o j^JSBf Fa^t^fi-t 2 ~ 1 om^ 

[0 2 7 1 1 

[ 0 2 7 2 ] 
[0 2 7 3 ] 

MQSXg. 

sxflfi. -IS^ (Q3) xm^^i^<\:^^(D6" i±mmo'^mmx^:hYVy 

x^^o ^(Dunm. (Q3) xm^ii:hit^mt^ mttzimmt^KJ^^^-^^ 

[0 2 7 4] 

[0 2 7 5] _ , _ 

-2) o 

[0 2 7 6] 

mo 4Xfg 

^Q4x^i{4. (Q4) xm^K^it^moe" i^L7i^mm^r)i^r\^vKm^tir 
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^ o 

[0 2 7 8] 

^ Q 5 Xfl 

-fl^^ (Q5) xm^K^it^mt^Yu^ ^y^Mm^^TKiB^^. >x^^x^m-t^ 

mi^^m^f ^i^^ U^\^<\i. ^ ^ y - ;v h il^k^ ^ v > oti^-^vtS-^-^ ^ o $ ^^i-^ 
*fc L-Ci±. ^ h U >>A^ h^v K. h U ■!7AJ^h^v h\ t e r t - B u OK'^ir'Ti^ 

10 2 8 0] _ , . u.^ 

(Q5) x-^^f^^^it^m'^M^^w-m^^^-t^^^^^^^ imii^mMt 

[ 0 2 8 1 1 

^ Q 6 Xfl 

SQ6Xfi(i. -is^ (Q6) x^^fLMt^m<D\^mm^^.^\^. ""f^J^iU^ 

iff d ^hi)^X^^<, 
[ 0 2 8 2 ] 

(R4) xm^Mit^^^^m^-t^i^'mxh'o. JiJ.Tt^7Fi-xfi^^-cm^§tT.;So m 
W42|--e2feS-J^^ (Rl) xn'^Mit^m\m^(^}^^^'s iTM\^'^^m^-t^ 
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[>fb 2 4 ] 

R j£ 




r5C^r07 ,r08nH-, R°^0-, etc 

[0 2 8 31 

^ R 1 T"^ 

-ji^^ (Ri) 'cm^i^^'it^'^^tmitMt^^jiE^^^^^ti^zx^mjiZ^i'L^o ^i:m 

-fr-e^bSo K£^rUKtio"C~3 ox:-efi^t3tL;i,o RSB#F^ti4 8 ~ 7 2^^-e*^o 

[0 2 8 4] 

^ R 2 XfS 

^R 2Xflt±. (R3) T:-^$tL^jb^%^M^i-^Xfl-t?^^o ^(DUmit. 

(R2) -e^^n^'fb^Wt R°'MgX (i^T'R°^ti. Ci - 6 T;^^;vs^ Q 

^V^-etfib^/cJ^^i^'^vfrhN aNs. R^^NHa ^"^-R^^ i± C i - 6 

7^ ;v ^ ( ^ T ;v ^ 1 m±co7X«MT-ii T ^ y mm^^wim $ tt-r -c 

^>J:v^) . T9;^^;v^*m-r) > R°'ONa (^:iT% Ro^tiCi - 6 T;v^;v*=gr« 
[0285] 

(i^ 9 n Kn ^^^-eafe^o 4 0 "C- 3 0 X:-C^t^^^o aiSB#P^{il 

~ 8 B^Fa^-e^^o 
[0 2 8 6] 

^^^^^ ~:;^cinj:.^ ^j^Jf^^'^if *[?tL<t±, ^ ij' y -;v-e*^o 
or- 3'ot:T'^f^tL-i>o Rf&^Feiii 1 ~40#r^-e*;ijc, 
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^--J : 60/ 



[0 2 8 7] 

NaNs R^'NH-'. R^^ O N a <7?R)SX@t:i£ffi $ ^^^v#»^ l--^ Y y ^ 

^^y-;^. a:.^y-;V5^^i;'>&We)tL. $?iL<{±. N, N- 
^ f-;vp^;vAT 5 K-e^^o RlSvajgii 0 8 0 Vx-^rt>fi^o KJ^mmit 1-12 

[0 2 8 81 

R):Dtcp^-^L'^v-^><7)t:-*:^^i^^#t^Pl^{±^^^^^ tl-tL<lt. y^y-;v. a:.^y-;v 

hi^mii 1 0 °C~ 3 0 °CT'^ ^5 . RI&BtF^tiii'i- 1 ~ 8 Wmx^^o 

[0 2 8 9] 
I^R 3X@ 
^R 3Xfli±. 



$ tL;i><l:^J!^^m^i-^xfi-e^;s, o #«c^Pt* a 8 x@ t |wi^<7)^j4^-e 

[0 2 9 0] 

-cm^i- ^ - ^ ^"^"^^ ^ ^ o 

[0 2 9 1] 

s&ii. (s 1) x^^fhhi\:^m(D^ 
^<75m^'^i:iov^T. ^iLmm^^^(^mm^mM-t^o ^tz. (ss) tr^$^^ 

^-r :b^h i)^X % h o 



(R3) x^'^Mit^m(o%m.^^'^^^^^ (R4) -e 



(III) x-^^tt^^b-a-tJti, JaJ.T(^s~xco:^feic 
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['ft 2 5 ] 



OH 



HaN-^— ^ HO 

HO OHN^i--^^NH 




A 
NH 



OH 

b3"C* ho I 




HO ^HN 



S1 (N1) 



HN 



HN. 




N 

HN^k^^-^SlSwH 

O S2 



ISZJLi 




A 
NH 



OH 

p3*C" HO 1 



H2N 




HO 



H2N 



HO^.^^ • 
I S3 
R^'^zzR^^CHz; etc 



NH2 



[ 0 2 9 2 ] 

^ S 1 ZEl^M 

(S2) -e^^tL-i.jt'a-^^^m^t-r^xfs-c'^^o ^(^xfiiix m7nM<^^ 

(s 1) -<:^^^fi^i]:^^tR''C}iO (^i-eRi^iCi - 9 t;v^;v^ 

Ri 5 {± h V 7 t e r t -7~^^;vvp<f-;vvi; jv^^ h'MV7°n 

t;;vi/'; t e r t - ^'f-;^ v 7 :c U x>7H Kntf:7-;v*=lr^-r) 

[0 2 9 3 ] 
[0 2 9 4] 
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^-y: 62/ 



Rjs^affiii. 2 0-8 o-c-efi^^tL^o Rjs^wtii-i em^-^^^^o 

[ 0 2 9 5 ] 

r-ViM.miM.. E tOCH^NH • HC 1 T'^^o «ffi$tL^«fc LTti. m^ffc^^V 

jBwmii 1-12 B#f^-e^;&o 

[0 2 9 6] . , 

t e r t h^v5&>'V*'-^^) -2-^f-JV-2 V^UTX^^o mM^ 

fi:ho RtDB#ra(± 1 ~ 60#ra-e2fe^o 

[0 2 9 7] 

IS S 2 X@ 

2x^{±. -is^ (S2) xm^fi^it^m<7)^m&^^^*^> (ss) 

[0 2 9 8] 

"~T-&t±, (Tl) T-«^tL^<t^%<^6' &ti«m*R'' ^=Sr»AL. ( 

T4) -ek$tL^<k-a-tJ*»^i"*:^i£"^^* mTi::7K-rxfl^S-cs^$^ix^o -IS 

^ (Tl) xm^fi^it^mit. m^coG-^co^G ixsict^v^m^-r^-ii^^^-^^^^o 

[-fk 2 6 ] 

.OH 



3ocHN-*-'Tn HO 1 Boc H0l,„.-v-i ST-O^.u 



BocHN- 

o^;;;^ii:XSNHBoc -^r hq,_^ 

T1 (G2) Boc^N 



"^'^ fgTIXig 
. — / *^ T1 (G2) 
BocHN H 



|T2X@ 



R6C = B"CHr,etc 



T3 



[0 2 9 9] 

^ T 1 Xfg 

lXflt±. -IS^ (T2) xm^fi^^\:^^^M^-r^j:nx:h^o f±C«6lC6' 
'f4(Di*K«^^^*L. ^v^T-M7GSJo:i¥^T. -«S^ (T 1) xm^i^^^t^m tR'' C 
HO (ci^-eR^M±Ci - 5 t;v^;v* (i(7:)T;v^;v*o i JaJ.±(7)7]c*iET-tis t e r 
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r~Yim.m.. e t och = nh • hc i -e^^o 'f^ffi$tL;&v«^ L-cti. ia^b^^v 
t^i^Wb^ix. $?4L<t±. ^^y-;v-e^^o RfDia«t±o°c~3 o°c^-fi^^tLSo R 

tDBf F^{± 1-12 Bt^Tr^^o 
[0 3 0 2 ] 

LTtixh^t Fn^^^. V^^^y. N, N - v ^ ^;v>i.;v A T 5 F'^ t^^^^^lf ^ tL 
;v T ^ >-e^k bwJ t \^x\tmtMt'mfhP^^ o KJSzamti 0 -C- 3 0 "C-etrt? 

[ 0 3 0 3 1 

m^H^mi. -m.^ (T2) -eft^tL^'fb^^^^K**^*!^^ (T3) 

iff -9 ^ § -2) o 
[0 3 0 41 
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m2 71 



BocHN 



iN-^-^ HO r 



HQ 



NHBoc 




^--^\^0 BocHN 
1N-^-^ HO 



O 

BocHN 



U1 (03) 



BocHN 



HQ 




BocHN 



U2 




E 
E 



H2N 



HO 

HO. 



HO 




BocHN-^-TS 

"°O^^JJ^;i^iS3NHBoc 



NH2 



HQ 



U4 



U3 



BocHN 



[0 3 0 5] 

^ U 1 JlM 

m\j ixeti. -1^^ (u 2) 
— (ui) -e^^tL-s^k-^it 

(EtO) 2P (0) CmOit^KB^^&^tKXnmjfSL^fi^o 
[0 3 0 61 , ^ , 

^nn;J.;VA. ^^^^^^ Y )Vj:.y t^:^mifhit. »SL<t±, ^'nn.-^;VA 
;&J^:^?mii2 0°C'-6 0°C-t:tft>tL^o KtDB#ra«l~2 4^r^T-*;?,_o (EtO 
) 2P (0) CH2CNfc(7)RJSX@T''ffiffl$tt;2.«t LTi±. v^^;VJ^-7-;V. xh-7li 
Fn79>' 1 2 h^vJ^^V. N. N-v^f-;V'3^^t'-^T^ 

^hV '^7^. TK^^b* V '>^> t e r t -B u OK^t'76^^^lf ^tL. $f ^ L < fi. TK^'fb 

^hV-^A-e^^o RjSMJiO'C-s or-etf^tL^o RjSBt^(±i~8B#K-t?*;2,o 

[0 3 0 71 

2 Xf§ 

2XfIt±> (U3) T^*$tL;5.jb^t)=Srm^-r^X^l-e^^o i<7)X@{±s 

(U2) -tr^$tL^>fb^%t^7G^iJi:=S:R)S^^^-r ^93t^$^^^o 



tl-tL<lt. ^^y-;v. h 7 n Fny^ v:^^-i?->'t 

[0 3 0 81 

MU3X@ 

^U3x@t4> (U3) x-m^fi^^\:^m(D^m^'tB^L. (U4) -e 
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[0 3 0 9] 

V v£ 

~Ymii. -is^ (VI) ■^'m^n^i\:^^<7)6" mzmm^^^^^ (ve) -e 

^ o 

[-(1^2 8] 




A.. 



N 




A 

V1 (P1,A2) 




HO 



A- 



N 
H 



V2 



mV2Xfl 



B OHC 
HN- 

H 



B 




OH 




HO 



{^■^O^CZ 



H 



V3 



B^ 



a6"C 



"O 
HN 




HO 



B 



H 




V5 



P,6-c ^ R12CH2-. etc 



,6"C 



HO 
HzN 



HQ. 



'o^;;X:ixs:SNH2 




V6 



HzN 



[0 3 10] 

Mvixg. 

lX©{i> (VI) -eft$tL^>fb'^t><7)6" jiyXm*^^ V U ^^-jvp^-^^^v 

IS:^ (V2) ^^^^tL-i-jt^if^^^^-r^xfi-^^^^o iox^l^±^ m»o:?¥^£T^ -i^ 
^ (V 1) R'^C 1 (Ri^ii > U •7:i^-;v^-5^;v^. tert--:^^^- 

;v>^^f-;VvV > V v/n tf;v^/ij t e r t -yf-;vi;7 ^:^;vv V 
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^d y >' -e^ o ^tDtaj^ti 2 0^-80 t:T-^fT^P*^^ o K^BB^fsl {iS't 2 ~ 1 0 B#r^ 
[03 1 2 1 

t^^^^^^tf 0t L < 4 - ^;VT ^ J vy^hz>o KJ^^'i^mt 0 "C- 3 
0 °C'QfTt>Mo EJBBf Fa^ii 1-12 BtfeltJ-^^o 
[0 3 13] 

[0 3 14] 

V 2 zn^^ 

»V 2X®« — (V 2 ) -X:^^fLZ>i\:^m<D 6 " 'f^TKM^^T^'J^K^t?* ^ h V "7 
^-;V^f-W*;5V^ivy ;V^^I^*L. (V3) tr^$ <b^^^ ^^^1" ^ 

X^T'^So iOXfl(±. (V2) -e*$tLi,>fb>^t/iim*^vMim^h=SrRJa5$ 

[0 3 15] ^ _ , _ 

h ij 7^-;v^f-;v»(7)m^*KX^t:Mtffl$tt;s>^«i:L-c{±._ v^-^;v-x.-7-;v. 

MtLTii^^m. 11^^. h-'^^^'^lf ^tL, §ftL<^±^ ^mx-^^o SiSia^Kii 0°C~ 3 
0 °C o KBm^ {i 1 ~ 8 ^P^-e* ^ o 

[0 3 161 _ , _ 

■;'<b7K*>S:J:'-C-^-2>o RlS^aiK ti 0 °C ~ 3 OV,X-'if^it^o RiSBtr^ii 1 ~ 1 2 ^r^-e* 

S o 

[0 3 17] 

^ V 3 Xfl 

;i,X5g-e^<S)o ^c^x@{4> -m.^ (V3) r-^^tL^^b-^i^tm^J^Ri^J^^^ - 1 

[0 3 18] 

^ V 4 Xfg 

4XfSi±. (V5) ^^^$:}x^jb^%^®^-t^M"^*)^o ^<^X^{4. 

— (v4) •xu^Mit^%h=-Yu:^d^y^um^^'rm.j^^'&^. ^v^-e^j^-r^ 

^hn#:fcS5£*Jt^>^)^>^*^-^^-^ '^'i^^^^^'^ t/i(4. (V4) "C^ 

$tL;2,'fb'^tJi:R''NH2 (i ^tt^R^' t±C 1 - 6 T;v^;v* (^<7)t;v^;v^(7) 1 mx 
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[0 3 191 

^ hnp« ^ytcoRcSX^-ejfiffi^tL^^^t LTii^ i^y-;v, ter 

LT!± ■^hi;>>Ayh^^>K\ ^hU'^Ajnh^vK. tert-BuOK^ Jf/ii^'^l-f 

9 V A . 7 1 9 V •> A -7^' 9 ^ . 7xm^h^ ^° 7 V ^ A , b a ^ ^ <^ J^I^tK^StG 

jStm#L>fcv>^)0-eabatf#t^|51^{i'fcv^;^^ $f^L<{i> ^^5^^-;^. aii5'y-;v. 
7- h 7 n F n 7 9 :^ . ^ ^-if >- S t± c e <7^^mmn 1 7lc t <7)?l^WJ"e^ o ^js 

u.mt 1 0 °c~ 3 0 "cx'-h «9 . Kis^^tia-t i ~ s B#fB^x-^;i.o 

[0 3 2 0] 
[0 3 2 1 1 

5Xf§ _ ^ 

^V5X?i{±^ (V5) -C-*$t^^'fk^tJ<^M^^i^*l-^ -Ife^ (V6) X 

[0 3 2 2] 

wv*(±. -is^ (wi) xm^Khit^^o(D&" mmm-^rnxv. (ws) ( 

a^'2fe'9> i^xr^T^-fiM^'i^xu^^M. mW44-e^s-l£^ (wi) -e^^tt;?. 
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2 9 1 



HO 
HN 



H 



.OH 






HO 

H;itii=2^NH 

W1 (A2,P1,V1) 



H 



OSO2W 




HN 
A 



,6"C 




O 
HN 





IIW3XS 



W4 




W3 



N 
H 



N 
H 



HO 
H2N 



HO "-^P^HH^ 
HO ^HN^i^^^^NHz 



W5 

H2N 

10 3 2 31 

5W IX? 



-fl^^ (wi) -e^^tLS^b^tJtws O2 Ci (i^:T'Wi4^^>'V. •7^-;v^ p-> 

[0 3 2 4] ^ 

^> §ftU<ii> 4 -v''^ f-^'VT 5 y tf V vV-^ab-So RJS-iaj^tiS'i'O °C~ 3 0 °C-e^T 
t?k^ o K)SB#FbT }4 1 ~ 2 4 B^F^t?afe ^ o 
[0 3 2 5] 

^W2X5gt4> (W2) t!'^$^^4b^^^<7)2" ii. 4" fi. 2' ' ' i^Limm 

t;i#K»*#AL. (W3) -e*$tL^<b^t/^m^-t^xfi-e^So ^oxfSii 

miiE# 2005-3017571 
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^-v : 69/ 



[ 0 3 2 61 

L<{±. lfUv>-e^-&o RiSr^KJiO-C-S 0°C-t:~^T^a*o RjSBtrs^ti 1 ~ 8 BtF^IT^ 

[0 3 2 7] 

HW 3 

mwBJimt. (w4) -e^$;fx^'fb^tJ*m^-r^xfi-t?^;i.o ^(^x^iii, 

[0 3 2 8] 

[0 3 2 9] _ 

i,(DX^ium\zm^^i^^^^^K ntL<ii. ^^7-;v. j^^y-;v. xh^uFny 

7 >^ . i;^^^ytfzii^i^h<D mmm t7Kt<D u^mm x^^o ^jBum i o °c ~ 
3 0 vx^ ^ . KJBmm^tm'B i ~ 8 m^x^^o 

[0 3 3 01 

4 X@ 

^w4Xfsi±. -1^^ (W4) -ea$t^*^b'a-if^<^'f*«»^l^*L> -fls^ (W5) -e 

Z.t ^^-C 
[0 3 3 1 1 

i^tm. ?Lm. ^:^>m. mm^. v^'>m. -7>x;vm. @&m^ -^v^^m 

[0 3 3 21 



[0 3 3 31 

mm<Dmmm (mrsa. n^fvymm. -^mm. isxzj^mmmm) KMvxmtitzm 

tB|iE# 2005-3017571 
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: 70/ 



[0 3 3 4] 

UK^M^ mmm.i^m<^m^(Dfz^(D. ^mmz^z>it^m. ^fz\t^fih<Dmm^m 

[ 0 3 3 5 1 

-:^mn \z^^ it^m ^ i xfrnmrn"^ ^ tt ^ m =tr ^nm.^ t-r^ mmm.^^ i± . 
mntfzitwmn m^i^> j^t^^. i£K4-, m&n^) <D^.^-ffl^^<D 

W^m^x\ t ^>^^^6^T<75lli?Li^ItI^'^^■^■t•^'-^:^'^'^~^^o tto-c. ^^sgrj:^ 

(DmMiim'^m^^hitvx\.>^m.mu mmn. m^n. mmitn. mmn. w-mi^mm 
. mnn. ^WJ> mmn. imn. mmnm. mmn. m^mmu mm^m. *y 
immmMmmaM^m^^x'Mm^z^ ^m^-rs - t:fy^x^:ho im^m^£Mm'\±<o±ni 
muuMthxii. m^i^. m.m. y^v^m. ryf>. ^^^y. ^•^;v-t;vn- 

^^HT--^^^ h Tw e e n 8 ^mifmi^f^^o ^^fitiffl'S^ m#<7)^i^. ttSU. 

[0 3 3 ^1 

mTco«f!lt^*3V>-c. t;v-<>^;v>. 3, 2' , 6' - > i; - N - t - ^ > 

#PiBa5 5 - 1 6 4 6 9 ^^^m--^^<Olf5m-Z'^oX%^\^fz%(nX^^ o tfz 
2^ 3 6' ( t -7^ f ^'>:^;V^^"-'^) -3" -N-hV:7;v^nT 

'^^;v'_3' , 4' -V7"t Knv^i^^^ytti, 3' , 4' - vr^^t Fo v-?:^ v > % 
ffiV^T #|g0B 5 5 - 1 6 4 6 9 e-^^&fttO^^iil^tafeo-r-^j^L/c^^O-e^^o t/i, 2 
3^ 6' - hi;-N- {t-^}'^^^*)^-^-^^) -3" -N- h i; •7;V:^-nT-b-9^ 
;v-3' , 4' -v^-m Fny-^?5? hti. 3' , 4' - t Kn v v> 
-C #rjiBH 5 5 - 1 6 4 6 9 6^<Zrll<Z):^^ii;t^£oT^^L/c^>Ol?^^o 3' , 

4' -e/T^'ii Yur)V^iJ^yyt\i. #<&Bg 6 3 - 1 0 7 1 9 ■^^f|xffim<^:;^-^t^t^o T 
-a-J^L/c^X^-C^^So ^fz. 3, 2' . 6' . 3" _^h9-N- t-T'h^-^^^V'K- 
^^_3, 4. - v^'T^ii Kn- 4" ' -p-^ >^v'^:^v;v:t^v:*;V'i^'-;vT;v^:* 
#WBS5 5- 8 1 8 9 7-^<&#<^:^&i^t^-^-C^^Lfc^><30-C^^o 
[0 3 3 71 

mSE# 2005-3017571 
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^-v: 71/ 



HO --OH 



_ o 

HaN 



[0 3 3 8] 

m^^nn 1- ( a ) 

5 K9 0 OmL^inx.. 7Xt§-T-e^/ t -"Tf-^V v * - h 2 5 0 g=l:Jnx.'C. Sr^t:: 

Hk3 1] 



HO 



J?^0^ -^NHBoc 

OH. 



BocHN 



[0 3 3 9 ] 

m^^m. 1 - ( b ) ^ 

«Xgl- (a) lCT#/t±|B<^'fb^%4 0 g=lr. N, N-i^'^ -^^V^^VA T ^ K 3 
6 0inLJC^»L. 1, 1 -v^ h^vv^n^dr-if > 1 1 . 6 m L i3 J: p - h > 
X;V5^>'Bt-7XfntJ 1 . 3g=&5nx. 5 0°C, 4 6 ~ 4 8 m b a r tir. 5B#FBm)S$-^ 
/Co ^0«li«^^^V=^Jn^/:t^> 7jctrT5fe?#-L. mii^lllLT. T|5(7)jt^il^ 4 5 g 

Hk3 21 




BocHN 



FABMS:m/zll55[M+Na]"^ ,1171[M+Na]+ o 
[0 3 4 01 

MitX^ 1 — ( c ) 

MX^l- (b) -C#/:±iaco<b^t» 2 5 g ^ V V > 5 0 0 m L 1*1?^ 

tc'{^t.'5:7&^'^2^TOfi^L/cf^. »4-e#?aL. \m^m^\^fz. ^(ommz-i^^ . i 

4£7X«-7^''^> v'^^'^'l^-'l^t^- itlil£llIt"C. TIB<7)<k^t? 3 0 g ^#/:o 



ffiiiE# 2005-3017571 



#M 2004-013642 



^-v : 72/ 



[-fb 3 3 1 




BOCHN JHO ^ -^NHBoc 

SzO, 



BocHN 



FABMS:m/zl363[M+Na]+ .1379[M+K]+ o 
[0 3 4 11 

MifeX^ 1 - ( d ) ^ , 

m^Xfi 1 - ( c ) tcT#/cJifSCD4b^tJ 11. 6 g i^ib^ -f- V > 1 5 0 m L l-vs^ 
»L ^?aT:^4-vVf-;VT5^t:°';v>l 8 g^inx.. 7WT^->-'Vr5'n-7'f K4. 5 

. ^S^'>U > ^5^9-7^ -(^^-9- > : mW.^'f-)'^= 1 : 1 ~ 1 : 2) 

[<b 3 4 1 



cv 



o 




BooHN-*-^ MsO I ^ NHBoc 

OfJj;S*i^SSNHBoc 



BzO. 
BocHN 



[ 0 3 4 2 1 

m^jim 1 - ( e ) 

6 OmLl::-^»L/co ^^^Mt^T 1 2 0VX^2m^^m^^^fzWm^'^ 

MLfzo mm^i^'lt^^^y 3 O OmL^tnx.. 7X-^"^^L. ^tIcM^ ^-^ v A T 

im^f->'l^=l : 1-2 : 3)KXmmL. TffiO'ft^%4. 6 g *#/Co 
[^b3 51 



BzOl ^-v-.^^.-^v-n 



NHBoc 

^^""opiii^J^^NHBoc 
BzO, T OAc 



BocHN 

1 + 



FABMS:m/zl405[M+Na]+ ,142l[M+K]" 
10 3 4 3] 

"^SatXfll- (e) {ZXmz±%?.Oit^m 1 . 13g*> :^jk^^V>4 OmL. ^ 
y -;V4mLO?*^'&Mt^V#»L. 9 O % h V 7;V^nS^m7X-^?S4 mL ^inx.-Cl Bf K 



ailiE#2 005-3017571 



fH 2004-013642 ^--J : 73/ 



ms 61 



^OH 

no--^^ BocHN-2;5:;;2-\ 

BocHN •^-'T^ [ NHBoc 

BzD, T OAc 

TO 



BooHN 

[0 3 4 4] 

mMT.m 1 - ( f ) KXnrz±ni(D^\:^m l . O 3 g*. H U v S m L h 
1; :7i^;v^^;v^^n'; FO. 5 6 g =^inx.r 6 0 °ctr i bM»#L/;o ^oKJSm^ 

^'^-^ V 'i' -e^'^«I±M Tia<7)^b^if^ 0 . 9 9 g tr#/io 
[41:3 7] 



^OTr 



BocHN^-^ r ^^NHBoc 

^^OfiiiX3i23NHBoc 
BzO. "T OAC 



BocHN' 



FABMS:m/z:1567[M+Na]"^ o 
[0 3 4 51 

MitXS 1 - ( h ) ^ , 

m^X5g 1 - ( g ) ii-c#/c±iaojt:^^^ 0 . B A gi. mt^^^y smL\z 

li°Vv^^0. 54mL^j]n£7to - 1 8 °C t3<%4PT. Ci (7)«t:: h V :7 n ^ ^ > 
X;i.^y^^«0. 2 4mL^j]n^> -5°CtCT2 0#r«m#L/Co ^(DKBrnK^^^y 

:i3 J: 1 0 %iicm7tc* ^')^^ y^X-m^ b . ^tKW"^ ^-^ v -i^ A -C^j^mMffifAli b . 

i;i#MLfco ^(ommz^ iimtmrn^zxi 2 o°c-e2 0#f«m:Jt$-^/ti^m^^^>'^Ao. 

UhS 8] 

AcO ^OTr 

BocHN^--Tf| r ^^NHBoo 

B2D,_T OAc 
BocHN 

[0 3 4 61 

^j^X^ 1 — ( i ) 

m^tXfll- (h) tCT#7tJiiacO'ft^t/0. 9 2 g^. ia^b^f-V^ 1 SmLirvW 
L 0 5M^ h U -^Ap^ h^v F--^ ^^-^^M5mL*Jn;iT^vai?30#PHm#L 

fcl sism F7^T-<^^Jnx.-c30 -ii^ffizft^s Tiao^fb^® ( 0 . 72 

g) ^m.mmmtLxmzo 
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^-i^^ : 74/ 



[its 9] 



HO ^OTr 



BocHN 

[0 3 4 7] 

•^IJ '~p' , C 3 ) 

^m^SXe 1 - ( i ) ll-C#/cfift» 0 . 7 2 g IC, 9 0 % h U -7 nf^mTK 1 5 m 

Ji-7^;U5mL-^-3lIl?5fe^t. tK* ^ T ^^-T7>:-e p H 7 t^i^i^n L. ^e^l^iB i o-R 
ex70(NH4-', llOmL, 1 0 0 - 2 0 0 m e s h)-e«mL-r, ;^ffl<7)<b^J^ : 
5, 4" - v^J^tfT;V^:^7 v> (0. 1 6 g) *#/to 

TSPMS:ra/z553[M+H]* ; . x 

iH-NMR(D2 0+ND3 ) <5 :1.54 (IH, !n),1.60 (IH, m),1.93 (4H, m).2.11 (IH, m),2.22 (IH 

ddd J=4.4, 4.6. 12.9Hz)2.85 (2H, m),2.94 (2H, m).3.02 (IH, m),3.17(lH, dd, J 
I2.9/1O.7 Hz),3.41 (IH, m),3.67 (IH, dd. 2.4, 10.0 Hz), 3. 76 (IH, dd, J=3.9. 10. 
7 Hz) 3 92 (2H, m),4.00 (IH, dd, J=2.6, 10.5 Hz). 4. 02 (IH, m),4.07 (IH, brd),4.2 
7 (IH, m),4.38 (IH, dd, J=3. 6, 9.2 Hz), 4. 46 (IH, m),4.75 (IH, dd, J=2.3 Hz), 5. 14 

(lH, 'd, J=3.4 Hz), 5.27 (IH, d, J=3.9 Hz)o 
[0 3 4 8] 

l'fb4 0l 



[0 3 4 9 ] 

m.m.-XM2- (a) ^ , 

«f !I 1 cTj^^XS 1 - (b) \ZX\^fz\Y.^m2. 5g*, liVv>7. OmLl^r^ 

: g^^jc^;v=i : 2)-e5itmL. Ti2cO<ii^%l. 9 g^#/io 

[-[1:4 1] 



^••""■^^^A^ HO r NHBoo 



BocHN 

ESIMS:m/zl217[M+H]*o 
[0 3 5 0] 



- (b) 



^^Xfl2- (a) -Q%fz±M.O\Y.^m\. og=^fflv^-c. «Ml<^m3tX@l- ( 

mmm2 005-3017571 
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: 75/ 



l<b4 21 

BocHN ■V.'^ HO r NHBoc 
BocHN 

FABMS:m/zll59[M+Na]^ 
[0 3 5 1 ] 

MaaX@2- (c) ^ ^ 

m^Xfl2- (b) Tlffc-ft^t) 2 . 4g=^fflV^T. m^-XMl- (g) <7):;^-^tr-c£v^ 

. TI2<75'ft'^^^ 2 . 2 g ^%tZo 
UtA 3] 

BocWJ->-^ HO r ^^NHBoc 
BocHN 

FABMS:m/zl379[M+H]*o 
[0 3 5 2] 

MitXIl 2 - ( d) 

m7tX@2- (c) T'#/i'fb^tJ 0 . 74g^fflv>-C. ^M^J 1 - (h) (D^m\^'^^^ 
. TIB-ft^t^O. 2 5 g=gr#/Co 
[<b4 4] 

OAc^OTr 

BocHNJ— ^ HO 1 ^^NHBoo 
, _ Of5J^ii:S:2NHBoc 



BocHN 

FABMS : m/zl443 [M+Na] + o 
[0 3 5 3 ] 

M4feX@2- (e) „>^^, 

^^1X^2- (d) t:#/ijb^t/0. 1 8 m'fb^-g^VyS. OmLt^m-l»b. - 

5 0'Ci::^4PT. X7 -;'<bv.3^^;VT ^ 7 (DAST) * 0. 0 5 8 m L Sn^ /t^^ 

yj^f^i^P^\^f''i^ WB.j^^)V^^\^'L. myK^M-^^^^-^'y^ -^^'ttMkMJi-MM^^ *W 

mitxfi2- (f) Km^^fzo 

[<b4 5] 



OA<j)Yr 

BooHN-^-^ 1 ^^NHBoc 



. - Oj^ii^i^^NHBoo 
BocHN 

[0 3 5 4] 

MifeX@2- (f) 

m^X@ 2 - ( e ) -e#/iM» 1 7 0 m g =l:fflV>-C, «fS 1 <7)M7tXfe 1 - ( i 
) . (j) <D^fetct^v^. WSW'fk^tj: 5-7^^^~>-4" -J:-tl-5-^t°7;V:t 
nT;V-^:^->> (7. 3mg) =tr#/io 
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^-v: 76/ 



FABMS:m/z555[M+H]^ ; / t, x o 

iH-NMR(D20+ND3)^ :1.88 (2H, ni).2.12 (4H, m) , 2. 20 (3H, m),2.37 (IH, m),2.52 (IH, 

m),3.12 (2H, m),3.23 (3H, m),3.40 (IH, dd, J=3.0, 10.7 Hz), 3. 66 (IH, m) , 4.03 
(IH dd J=3.9, 10.7 Hz), 4. 03 (IH, dd, J=10.3, 27.1 Hz), 4. 18 (2H, m),4.28 (IH, m 
) 4*32 (IH. ni),4.38 (IH, dd, J=11.0, 27.3 Hz), 4. 52 (IH, m),4.53 (IH, dd, J=3.6, 
9'.3Hz),4.67 (IH, ddd, J=4.7, 11.0 Hz), 5.43 (IH, d. J=3. 2 Hz) , 5. 52 (IH, d, J=3.6 

Hz) , 5. 88 (IH, d. J=52. 2 Hz) o 
[0 3 5 5 ] 



H2N 



Ut4 71 

OAc/OTr 

BooHN-*--^ MsO 1 NHBoo 

BocHN 

[0 3 5 6 1 

^^Ts-ZC^S 3 ( b ) 

* J^Xjg 3 - ( a ) ■C'#fc<b'g'% 0. 2 1 g %ffiv>r. 1 comJtXfM 1 - ( e ) 

Hb4 81 



BocHN J— ^ r ^^NHBoo 
— •'v^^^'^n 

CI 



AP I 



BocHN 



FABMS : ni/zl461 [M+Na] , 1477 [M+K] * o 
[0 3 5 71 

Mn^TMS- (c) ^ ^ ^ , 

MXfl 3 - ( b ) -etf/c^b-^ii^ 1 3 0 m g trfflv^-C. m^iXfi 1 - ( 1 ) > 1 - ( 

5& v^- (14. 0 m g) ^#/co 
FABMS :m/z571[M+H]* 

iH-NMR(D20+M)3)5 :l.60 (2H, m),1.92 (4H, iii),2.11 (IH, m),2.26 (IH, m),2.85 (2H, 
m) 2 98 (3H, m),3.16 (IH, dd, J=2.9, 10.7 Hz), 3. 52 (IH, m) , 3.77 (IH, dd, J=3. 
9, 10.7 Hz). 3. 92 (3H. in).4.02 (IH. m).4.07 (IH. brd. J=2. 9 Hz), 4. 24 (IH, dd, J=3 
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: 77/ 



.1, 10.5 Hz), 4.33 (IH, m).4.38 (IH, dd, J=3.6, 9.2 Hz), 4. 53 (IH, in),5.10 (IH, d. 
jl3.4 Hz),5.23 (IH, brs. J=3.7 Hz) ,5.27 (IH, d, J=3.9Hz)o 
[0 3 5 8] 

mm 4 

Hk4 9] 

OH OH 



MjtXfg 4 — ( a ) 

m^^nm- (a) -x^ntzit^mi 0 omg^m^^-^-^ m^x^ii- (e) o:^fiic#v> 

['fb 5 0 ] 



BocHN-^-^^g^ _ i NHBoc 



Acq 
BocHN 



OfiiJX^i^NHBoc 



FABMS:m/zl446[M+H]% 
[0 3 5 9] 

Mj,tX@ 4 - ( b ) 

m^Xfil- (i) ^3J;tFl- (j) (^:^feic=eiv^. JiK4- (a) X-nfzit^m (5 
2mg) ^ffiV^-C^^SO^fc-^^ : 5-T'^^~>-4" -:nli--5-:3^tfTvKT;V--^*v 

y (6. 3mg) *#/co 
FABMS:m/z578[M+H]" 

iH-NMR(D2 0+ND3) ^ :l.54 (IH, m),1.60 (IH, m),1.92 (4H, m) , 2. 12 (IH, m).2.19 (IH, 
ddd, J=4.5, 12.9 Hz), 2. 86 (2H, m),2.95 (2H, in),3.04 (IH, m),3.14 (IH, dd, J=3.0 
10.7 Hz), 3. 34 (IH, m) . 3.78 (2H, m) , 3.95 (2H, m),4.00 (IH, m),4.09 (2H. brd) , 
4.24 (2H, in),4.37 (IH, dd, J=3.6. 9.3 Hz), 4. 46 (IH, ddd, J=3.6, 11.5 Hz), 4. 61 (1 
H, brs), 5. 16 (IH, d, J=3. 4 Hz) , 5. 30 (IH, d, J=3.9 Hz)o 
[0 3 6 0] 



3mg) =^7}C5. OmUzmmL. T;V=fV^mT10% Pd-C (8. Omg) 
^=i:^ TK^ttm^fi'v^Sr^-e 5BtfBm#LfCo KJBm^^^y^ VmMLfz<D%. CM-S 
ephadex (NH4-') =^^v^t:|fPL. M^O^b^^ : 5 -f^-^^v- 4 " 
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^-v : 78/ 



- 5 -oitfT^ y T;V^*~>> (5. 7mg) =l:#/co 

FABMS:m/z552[M+H]^ x / r 

iH-NMR(D2 0+ND3) I d 1.57 (IH, m),1.62 (IH, in),1.97 (4H, iii).2.15 (IH, m),2.23 (IH 
m),2.89 (2H. m),2.98 (2H, m),3.05 (IH, in),3.20 (IH, dd, J=3.2, 11.0 Hz). 3.47 ( 
IH ddd J=4.4. 11.7 Hz). 3.74 (IH, dd. J=3.4, 10. 3 Hz) , 3.79 (IH, dd, J=3.9, 11 
0 Hz) 3.94 (2H, m),4.04 (2H, in),4.12 (2H, m),4.22 (IH, dd, J=6. 1 Hz), 4. 41 (IH, 
dd, J=3.4, 9.3 Hz), 4. 52 (IH. ddd. J=3. 6. 7.3 Hz). 5. 16 (IH. d. J=3. 2 Hz) , 5. 30 (IH 
. d. J=3.9 Hz)o 
[0 3 6 1] 

[<b 5 2 ] 



PHOH 



HgN OH 

MjtXfl 6 - ( a ) 

MXg3- (a) Trnf^^t^m (lOOmg) ^ffiv>. UMJimi- (e) (DUm^^^ 



[its 3 1 



BocHN 



BocHN 

[0 3 6 2] 

MjtXfl 6 - ( b ) 

U^xni- (i) i3J;tJ''i- (j) o^^tct^v^. mitxse- (a) -e#/ijb^% 

7 2mg=^fflv^-C. ^ecojb^W: 5-T''^^'>-4" -^tf-S-^tf (2-HKn^v 

a:^^;V) T5/T;V^:^v:/ (13mg) ^#/to 

FABMS:m/z596[M+H]^ 

iH-NMR(D2 0+ND3) : <51.56 (IH. m),1.65 (IH. in).1.99(4H. m) , 2. 17 (IH. m),2.26 (IH. 
ddd J=4.9. 13.2 Hz). 2. 90 (2H. m).3.00 (2H, m),3.08 (2H, m),3.17 (IH , m),3.27 ( 
IH ' in) 3.46 (IH. m) , 3.80 (IH, m) , 4.00 (5H, m),4.13 (IH, m),4.15 (IH, dd, J=3. 
2 n o' Hz), 4. 27 (IH, dd, J=5.8, 5.9 Hz), 4. 41 (IH. dd. J=3.4. 9.2 Hz), 4. 65 (IH, 
ddd. J=4.2, 11.7 Hz), 5. 17 (IH. d. J=3. 2 Hz) , 5. 30 (IH. d, J=3.9Hz)o 
10 3 6 31 
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Kb 5 4 1 

PH,OH 



HsN 



Mift XfS 7 - ( a ) 

m^X>g 1 - ( i ) 43J;tF (j) O^vSt't^VN m^Xfl2- (d) T'#/^<b^%7 5 
mg^fflv^TflM'^'fb^t; : 4" -a^li°T;^'^^'>> (2 4mg) ^#/Co 
[0 3 6 4] 

FABMS:in/z553[M+H]" , ^ o /o„ 

iH-NMR(D2 0+ ND3 ) I 51.70 (2H. in).1.90 (IH, m)2.00 (3H. m),2.19 (2H. m),2.92 (2H 

m) 3.02 (2H. ni),3.12 (IH, ddd, J=3.7, 12.4 Hz), 3. 18 (IH, in),3.20 (IH, m),3.61 
(IH dd J=9.1 Hz),3.85 (IH, dd, J=3.8, 10.7 Hz). 3. 97 (4H, m),4.13 (IH. m),4.16 
(IH. brd).4.22 (IH, ddd. J=4.3. 9.7. 13.4 Hz), 4. 44 (IH. dd. J=3.6, 9.2 Hz). 4.51 
(IH. m)5.39 (IH. d. J=3.8 Hz). 5. 41 (IH. d, J=3.9 Hz)o 
[0 3 6 5] 

4" -t"^^v- 5 -J^^'TJV^:^ 
Kb 5 5 1 



HQ,, T"^H 

mi^.ums- (a) 

m^x®2- (c) -cif/i'fb'a-t; 5 6 Omg^fflv^-c. ^^tx^ 2 - (d) <Dyjm--m\^^ 

BocHN 



FABMS:m/zl435[M+K]*o 
[0 3 6 6] 

^jaXfl 8 — ( b ) 

m^tX@8- (a) -t:i#/cjh'&% 1 4 Omg=^y^^-^f> 7. OmhKmMV. TfC^'fb h 
i; _n-yf-;V7.X0. 4 3mL. TV'H*;^^ VT^'^^V- b 'J >>> 1 5mg^:!]nx.. 8 0 t:-^ 

ItM^^;v=5 : 7) X'fflmLTIfiO'fb'^t; 1 0 9mg=lr#fZo 



mSE# 2005-3017571 



mi 2004-013642 



v^-v : 80/ 



[<b 5 7 ] 



,OTr 



BocHN 



FABMS : m/zl385 [M+Na] *, 1401 [M+K] ^ 

[0 3 6 7] 
%j^.X@8- (c) 

m^XfiS- (b) -etf/i-fk-^^Q Smg^JlV^-C. ^^Xfll- (d) oy^m^i^B^^^^ 



[-ft 5 8 1 



^OTr 

v4^0 BocHN -TTT-^T^ 

BocHN 



[0 3 6 8] 

M4#X@8- (d) nr=;3^ 

^^X^8- (c) t?#/c'fb^t>=^fflV^-C, Uitlimi- (e) <^;^?*U-(a£v-. TsfiO 

[-fb 5 9 1 



^OTr 



BooHN 



FABMS : m/zl427 [M+Na] * o 
[0 3 6 9] 

MjtXfMS- (e) 



m^X®8- (d) -e#/;'fk^%2 5mg«:jlv-r. MX^Il- (i) i3J;t;=U- ( 
j) <D:^m\m^^. ^m(Oit^m: 4- -7-^^v-5-^li°T;V-?*v> (1 Omg) ^ 



m 



FABMS :m/z537[M+H]-' ^ n , 

iH-NMR(D20+ND3) : ^1.30 (IH, in).1.40 (IH, ni),1.47 (IH, m),1.78 (4H, m),1.91 (IH, 
m),2.00 (IH, m),2.08 (IH, m),2.72 (2H, m) , 2.83 (2H, m).2.89 (IH, m) , 3. 16 (IH. 
),3.28 (IH, m),3.33 (IH, dd, J=3.8, 10.2 Hz), 3.52 (IH, dd, J=2.2, 10.3 Hz) 3.60 
(IH, dd, J=7.6, 12.1 Hz), 3. 70 (IH, dd, J=2.7. 12.1 Hz). 3. 84 (IH, in),3.92 (IH. m 
).4.16 (IH. m).4.25 (IH. dd, J=3.6. 9.5 Hz). 4. 31 (IH, ddd, J=4.6. 12.2 Hz). 4. 57 
(IH, brs),5.01 (IH. d. J=3.4Hz) .5.12 (IH. d, J=3.8Hz)o 
[0 3 7 0] 

^mm 9 , X -, a . 
l_]Sr- r (s) - (3-T$y-2-HFu^y^/a ^^°^^^V) 1 -5. 4 --y:t,}± 



tBliE# 2005-3017571 



#11 2004-013642 



^--J \ 81/ 



OH OH 

^ ' OH 



MjalC^ 9 — ( a ) 

^ 2 ' ^ 6 ' _ h i; -N- t -:/h^v*;v^'-;v- 3" - > V •7;v^nT-tf-;U'- 



HO 



FaC— ^ OH 



NHBoc 



[0 3 7 1 1 

M-^X^ 9 - ( b ) 

M5tX©9- (a) ^ --"H 5 0 mL tCvMb. T>-t-T7X15 

OmL^^jjnx. MUx—mMWl^fzo :L(D^Bm.^ms.mm\^. TIBco^b^%*#fco 

[^b 6 2 1 



HO 



^;J_\-iS:2NHBoo 

10 3 7 2] 

®3a:X^l 9 — ( C ) 

MX@9- (b) T^tf/tik^tJ^^fflv^-C. X h^H Fn-77> 1 0 OmL. 7j^5 Om 
LI>zmmL. VV:^^}^T<y 0. 6 6mL. t -:/^;Vv* h 1 . 9mL=SrSn 

mt^^vy : ^^y-;v : t>'^-T7X=3 o o : i o : DicTlt^L. TgScO'ft^ 

m2. 8 g =^#/^v:o 
[<b 6 3 1 



HO— .^^ 



[ 0 3 7 3 ] 

mjtX^g9- (d) 

m^Xfl9- (c) -Clf/c-fb-^tJ^fflv^T, 



iiJtXSl- (b) <Dl5m\Z^^^^. TIBO 



ffliE# 2005-3017571 



mm 2004-013642 



^--J : 82/ 




^^3-— ^NHBoo 



[0 3 7 4] 

Mife X^l 9 — ( e ) 

[0 3 7 5] 

MutX^ 9 — ( f ) 

«^XfI9- (e) tiffc-ft-^^^^V^X. MX^Ml- (f) O^^ffitC^^v^. Tn^'D 
['ffc 6 6 1 

^OH 



Acbl.„-,t^^^A NHBoc 



[0 3 7 6] 

Mj&X^l 9 — ( g ) 

®^xfi9- (f) Ti#/c^b'g-%3 g^fflv>r. ^^x©i- (g) T 

|B<^<b'^% 1 . 2 g *#7to 
Hb6 71 



^OTr 



[0 3 7 7] 

MjaX^ 9 — ( h ) 

m^tX^g- (g) ■e^yi'fk'^^ 1 . 2g'lrfflv^T. ®7tX®l- (h) (Olf^mz.^^^^ 
. Tia^T^^b'&t) 1 . 2 g -k^fzo 
[-ft 6 8 ] 

AcO r-OTr 
BocHNJ"— ^ HO i^-O-**^ 



NHBoc 

^ ^^-.^ 

ZHN- 



[0 3 7 8] 

l^'XM 9 — ( i ) 

MX®9- (h) t^Wfc-fb-a-^ 1 . 2g«rffiv^-C, ®^X^1 1 - (d) co^'&^ct^v^ 

ffi|iE# 2005-3017571 



#M 2004-013642 



^-v : 83/ 



TSa<7)'fb>^% 0 . 3 5 g 



AcO r-OTr 

[0 3 7 9 ] 

MjaX^l 9 — ( j ) 

m^tXjgg- (i) ■e^/c^k'&tJ 0 . 3 5g^fflV^-C. (e) <Dljmi>^^1^ 



AcO 

t-^O, BocHN- 
BocHN^^ - ~i ^NHBoc 



[0 3 8 0] 

#jaX^ 9 — ( k ) 

mTtxfi 9 - ( j ) ■^'tf/t'ft^tJ 0 . 2 0 g =i:fflv^-c, m^x© 1 - ( i ) <^:&i* t^t^ 

Ut7 1] 

HOr-OTr 



10 3 8 1] 

MjaX^l 9 — ( 1 ) 

m^tXfl9- (k) -e#fc'fli^if^7 5mg=^^ ^^-^il-t-itftlL. ^'^0. 2 3mL. 
^v-^A^^l 4 Smg^iPxT. 50#FBmfi^L7to KJSm^r^^^ >;5,^iL. 

[-fk? 2] 

HO r-OTr 



[0 3 8 2 ] 

MjaX^ 9 — (m) 

(s) _3_^v^7;v^^v7:/;v^-^;VT5y-2-t: Kn^ v:7°n >m3 Omg^x 
h9t:Kn79>lmLli^#»L. ^hK. Wl^D C C 2 5mg. 

Kl 4mg=^in;i-C5flfW#L. Stt^;^ ^mX^9 
- (1) iCTW/t'fk^t^e 7mg*. ^h^HKn^^V/TK (T•^7tK^77y^7K- 
3 : 1) coWimLliv#/O^L. RMi-yv^^iSm^M^fzo 7^ 
^iiMmL/-/§14^:^x;vW*t)nx.T mf«#b/co ^^^^i^Jff 

V^^T7X= 1 0 0 : 1 0 : DlCTJff^L. TlBO<b^%2 Oing=Sr<^/^o 

aiiE# 2005-3017571 



#JM 2004-013642 



^-v : 84/ 



m? 3] 



HO ^OTr 



BocHN-*--Tf| r NHBoc 

ofj;A:j::S:2NHBoo 

[0 3 8 3 ] 

MifeX^ 9 — ( n ) 

m^tXlMQ- (m) -Clff-ift^il^ 2 0 mg=^ 9 0 % > 7 ^ nf^^jjc 2 m L t^fM L 
AmmmWl^fzo Kmm^'i^&mm^k. 7X2mLlC»L. ^^°9>'■'^AR*2 Omg^grSPx. 

M=^CM-S e p h a d e X (NH4 ) t^ffimU. : 1 -N- [ (S) 

_ (3_T5y-2-li Kndf~>7'nyNV-f;V) ] -5, 4" - v^^lf v'^:^ > (10 

mg) =^#/Co 

FABMS:in/z539[M+H]* ; , r ^ n ^ 

iH-NMR(D20+ND3) ^ :1.33-1.54 (2H. m) . 1. 75-1. 88 (3H. m). 2.05-2.13 (IH, m), 2.69-2. 
83 (2H ,m), 2. 86-2. 95 (2H. m), 3. 00-3. 09 (2H. m) , 3. 20-3. 33(1H ,m).3.54 (IH, dd, J= 
2 5) 3 64 (IH dd J=4.0, 10.8 Hz) , 3. 79-4. 00 (3H, m),3.86 (IH, dd, J=2.3, 10.8 H 
z) 3' 96 (IH, d, J=l. 9 Hz), 4. 12-4. 18 (IH, in),4.22 (IH, dd, J=3.9, 6. 9 Hz) , 4. 30-4. 
38 (IH .m),4.56 (IH, s).5.02 (IH, d, J=3.2 Hz) , 5. 14 (IH, d, J=4. 1 Hz)o 
[0 3 8 4] 

^mmi 0 ^ ^ ^ ^ ^„ „ 

l--^- [ (S) - (5-T^y-2-li Fn^'>^>j^y-f ;^) I -5, 4 — -v-^"^ 



mi 4] 



OH 



HQj, 



O 



H,N- 



[0 3 8 5] 

MjtX^ 1 0 - ( a ) „ _ 

(s) - 5 -^>i;;v:^-i^-> 557 ;V>K-;VT 5 7 - 2 - Fn dp v^T. 

^ife#!l9<^^-|St::t^v^. ^SMc^-fk^^^: 1-N- [ (S) - ( 5 -T 5 ^ - 2 - Kn 

v^^-^y^;v) ] -5, 4" -vJ^lfv^*'>>^t#/>:o 

FABMS:in/z567[M+H]-'o 
[0 3 8 6] 

^mm 1 1 

5. 4" -N-> ^ji^t;v^:^'>> 



[-(1:7 5] 



HOr-OH 



^^ftX^ 1 1 - ( a ) _ 
3^ 2' , 6' - h 1; -N-t--7'>^->5^>'^'J^~"^^- 4" ' -N-p-^^^v•^^ 
S?;v':^^v'5!;^V''i^'-^V'-T;V^5!7 v> 3. O g ^ -JV/^^'^^-^-^'Ws O mL ( 

ffifE# 2005-3017571 



#11 2004-013642 



^-v : 85/ 



T ;U X H K 0 . 4 6 m L * X. . gy^tr 2 fsl W L o KBiU ^ Mi±mSimx v ^ V "7 



7 6 1 



PMZHN 



FABMS:m/zll07[M+H]*o 

[0 3 8 7] 
Wi^HM 1 1 ~ ( b ) 

U^Hm 1 1 - ( a ) X-nfz^t^m I. 4 0 g V>T. m^Xfi 1 1 - ( a ) O^^f^ 



['ft 7 7 ] 



..J OH I 



OH 

HO, f ^NHBoc 



r ^ 



HoC 



PMZHN 




FABMS:in/zll21[M+Hro 
[0 3 8 8] 

^^j^m^M 11 ( c ) 

^m^umi- (b) -1- (j) (Di^m^m^^ ±m (b) x^m^it^m^m^^xKj^^ 

y^^fx,^, nfzjt^m^yKKmmL. iMmm^Jnx.T;v=f>'^mTi o%p d-c=lrinx. 

had ex (NH4+) ^fflV^TttmL=^«0'fk'^% I 5, 4" -v^e-3" -N-^ 
FABMS:m/z567[M+H]*o 

Ut7 8] 



OH OH 

o^^^^^2^^NH, " 



HsN 



m^jim 1 2 - ( a ) 

T;V^?^?v>2 2 1 1 6mL<^7Xt3»t. N , N - •f-;V>^ ;V A T 5 F 7 7 2 

tBSE# 2005-3017571 



#112 0 0 4-0 1 3 6 4 2 ^->>' : 86/ 

(NH4 + ) rm<D^t^m 4 . 9g^mzo 



Ut7 91 



HO- 

NHZ 



HsN 



FABMS:in/z687[M+H]*o 
[0 3 8 9] 

MitXfl 1 2 - ( b ) 

m^Xei2- (a) -e#/^^b^%4. 9 g=S- 1 0 0mLO7lcl'?#^t. P«i5^y-;V1 
5 0mL 1, 4 2 5mL^inx-. ^^(3. V V Ji^;VT ^ > 0 . BmL. 

•^^^^^y^ v^r V7°n tf;^^-^;^. S^-jif^;v^--r ^v-Ci^feif-L/i^l^^ aiiltiaL. 
Tia^^jt^t) 8 . 0 g 4:#/Co 



HO 



OHl 
HQ, 



NHZ 



BocHN 
[0 3 9 01 

mi^nm 1 2 - ( c ) ^ ^ 

m^Jim. 1 2 - ( b ) -elff^fh^tl 80mL<Z)l, 4-v^^^^- ti'v^^t 1 6 
mL(D7K^1]Ux.. 10%Pd-C 0. 5 g^M^s 7m^m%T. ^mymMiuKJ^^^ 

[-fbs 11 

HO— ^ 

OHj;i^t>;;2i2NHBoc 



HQ- 



BocHN 



[0 3 9 1 1 

m^^TM. 1 2 - ( d ) 



MX©12- (c) t:1#/i'fb^t? 6 . 0 g=lr 1 0 OmL<^ 1 , 4 - ^eHf > t^v^ft* 
b> 1 0 OmLO^ iJ'y-JV^tnx.. hU^f-;VT5>l. 8mL, >'XT;v-7^-t F 1 

Ic-C'^-^L/tt^. ?Mf£llIL/^o lOOmLOl, A -V-^ ^^y\mi)^\^. lOOmL 



tli|E# 2005-3017571 



#11 2004-013642 



^--J : 87/ 



I-fb 8 2 ] 



BocHN-^-^ HO 




BocHN 



10 3 9 2] 

MjSX@ 1 2 — ( e ) 

^^Ifi 1 2 - ( d ) -t?#/i'ft^!f^ 6 . 5 8 g=Sr^v>. ^yXT^Vv^"^ FcO'ftt) 0 
;VAT;VT'^Ti F^ffiV^-C. UMXmi2- (d) (7):^?^ t^t^v^. TIB(7)<bM^6. 74 g 



[<t 8 3 1 



HO 

BocHN 



-^^O BocHN -r^;;^ 

^?Wo^ ' 

OfH^S>^NHBoc 




^O 

BocHN 



[0 3 9 3] 

^^r^n 1 2 - ( f ) 

m^tX® 1 2 - ( e ) T^tffc'fb'^tJ 4 g*l 4 OmLCOT-h^liKn^^^ Lfc 
Mt'. 2 OmLOTK^IJnx.. TKm'fb^'^-^v'^i. 1 g^inxT. 7K«IS^T._ 3 «fM^ 

L y^)^^ji^r<>i. 2mL. V- t -■7-^;v>^'5?;;v^'^-.- h 2 . 9mL**nxr3 

. ^ _;v : T^^^T7jc=i 0 0:101 i)t::-c«mL, Tm(Oi\:^mi. 

Og^#/Co 

Kb 8 4 1 



HQ,, 
BocHN 




[0 3 9 4] 

Ma^X>^ 1 2 — ( g ) 

^^Xfil 2- (f) -tr#/c<b^tJlg^ffiv^-C. MdtX^l- (b) (Dlum^^^^^^ T 
fB(7)^b'&ii/ 1 . 2 g tm^o 



[its 5] 




BooHN^-^ HO f ^^^NBoc 

„_ ifiiJ^S^NHBoc 

BocHN 

2005-3017571 



#11 2004-013642 



^-V-. 88/ 



10 3 9 5] 

^-it .Tfg 1 2 — ( h ) 

S^Xfll 2- (g) -e#/c<t#tJ 1 . 2 g ^ H° V ^ 7 m L 467KS^m 0 . 

2 5 mL 2B#F«mJS$^Jr/co KJu5?t^?itEMt^> 7lc3 OmL=Srt]nx, m^b^^ ^ 



[jb 8 6 ] 



-V I NBoc 



BocHN 



[0 3 9 6 1 

a^nfrxis 1 2 - ( i ) ^ ^ ^ ^ ^ ^ 

m^tXfl 1 2 - ( h ) -e#fc4k^ti 0. 3 8 g ^mit^ 1 OmU ^^y- ^Hm 

7] 



[0 3 9 7] 

m^^TM 1 2 - ( i ) ^ ^ _^->4-,^.^ 

^^XS12- (i) t?#/i'ft^%2 5 Omg^fflv^-C. ^^X® 1 - (g) <7):;^-<£klAg 

8 8 ] 



•OTr 



Acq,, 



BocHN 



1 0 3 9 8] 

^^Xfl 1 2 — ( k ) 

U^Hm 1 2 - ( j ) -t:-#/c'fbM^7 Omg^^ffiV^T. S^^tX® 1 - (h) <^:^^t't^V^ 



miE# 2005-3017571 



#11 2004-013642 



^-~J : 89/ 



8 9 ] 



|\-^ HO f- "-^NBoc 



BocHN 

Acq, 



BocHN 



[0 3 9 9 1 

^tSZC^S 12 ( 1 ) 

S^X® 1 2 - ( k ) -Cif/i'fb'^tlS Omg=^fflV>T. ^itX^ 1 - (d) (D^^m^^^^ 
. Tiao^k-^JltJ 5 Omg«:#/Co 
[<h 9 0 1 



^^Q^of^i^;ii;s:2NHBoc 



NBoc 

I 

CHa 



BocHN 

[0 4 0 0] 

^-i^IfS 1 2 - (m) 

S7tXei2- (1) 7 Omg^ffiV^T. mJltXfll- (e) (^:^iffil-'Ii£V> 

, Tlfl(^'fb^^6 Omg=lr#7to 
[^[^9 1] 

BocHNJ— ^ r NBoc 

OF5i^:£iS:2NHBoc ^3 

BocHN 

[0 4 0 1 ] 

^-i^XfS 1 2 - ( n ) , . X . V -, ^ 

m^X^12- (m) -e#/c^k^t;3 5mg=Srfflv^T. M^Xfl 1 - (i) ^ J: t> 1 - J 

j) <D^-mm^^. nm<Di\:^'^: 5, 4" -s>-^ii-6' -n-^^;vt;^-<:^; v> ( 

Smg) ^#7to 

FABMS :m/z567[M+H]* ; x . n n .ou 

iH-NMR(D20+DCl) 5 :l.62 (IH, m),1.88 (IH, iii),1.99 (IH, m).2.04 (IH, m),2.10 (2H, 
m)3 26 (2H, m).2.82 (3H, s) , 3. 16 (IH, dd, J=9.0, 13.0 Hz), 3.25 (2H, m),3.30 (IH 
dd J=2.0, 13.0 Hz), 3. 59 (IH, m).3.62 (IH, dd, J=3. 1, 11.2 Hz), 3. 73 (IH, m) , 3. 
80 ('iH dd, J=8.8, 12.0 Hz). 3.87 (IH, dd, J=2.7, 12.0 Hz). 4. 05 (2H. ni).4.22 (3H, 
in),4.36 (IH. dd, J=3.8, 9.3 Hz), 4. 41 (IH. m),4.80 (IH. m).5.26 (IH. d. J=4.0 Hz 
),5'.47 (IH, d, J=3.7 Hz)o 
1 3 

5 — -x-lf TJl^^:^ "> y 
Ut9 2} 



-OH 

HO-V^O HaN 




HzN 

ffliE# 2005-3017571 



#11 2004-013642 



^-v : 90/ 



m'^T.m 1 3 - ( a ) ^ „ _^ 

lao^k^t/ 1 1 . 6 g *#/co 

l-fb 9 3 1 

AcO--c^;;0 BocHN-2S:;;2-v 



NHBoc 



BocHN 



FABMS:m/zl259[M+K]*o 
[0 4 0 2] 

M-itXS 1 3 - ( b ) ^ ^ 

m^xgis- (a) -etf/c-ft^t; 1 1 . eg^^v^r. m^x.mi- (d) 

[ 9 4 1 

r 

BocHN 

FABMS : m/zl321 [M+Na] \ 1337 [M+K] * o 
[0 4 0 3 ] 

Mj^X^ 1 3 - ( c ) ^ ^ 

m^txei- (e) 0^-^tc#v^ ^^X®13 - (b) -^%iz\Y.^mi . 4g=lrfflv^ 

-C. Tia<^^b'^Ji^ 3 . 6 g ^#7to 
[<t9 5] 



BocHN -V-^ f-"-^NHBoc 

oh};j^2:2I9nhboo 



BocHN 



1 + 

o 



FABMS :m/zl263[M+H]^ 
[0 4 0 4] 

M\^-VM 1 3 - (d) ^.B^/u 
m^xgi- (i) ^^Xfl- (j) <^:^-&i^tt&v^. m^Xfil3- (c) X-^fziY, 
^m^. 1 g=&fflv^T«Mo<b^ti : 5-^h°t;v^:^ v> (i. 3 g) =lr#/co 
FABMS :ni/z553[M+H]* ; , n o a 

iH-NMR(D2 0+ND3) 5 -.1.27-1.48 (2H, m)1.64-1.80 (4H. m), 1.85-1.95 (IH. m), 1.98-2.0 
7 (IH m), 2. 50-2. 86 (5H. m),3.02 (IH. dd, J=10. 3 Hz) , 3. 17-3. 26 (2H, in),3.39 (IH, 
ddd J=1.2. 3.9, 10.3 Hz), 3. 46 (IH. dd, J=1.2. 10.3 Hz), 3. 67 (IH, dd, J=6.9, 12 
.lHz),3.77-3.93 (4H. m),4.17 (lH,dd, J=3.7. 9.3 Hz), 4. 25 (IH. dd, J=4.4. 11.7 Hz 
),4.50 (IH, s).4.94 (IH. d, J=3. 2 Hz) , 5. 40 (IH d. J=3.9 Hz)o 
[0 4 0 5] 

•m.-WM 1 4 



{±lifE# 2005-3017571 



mm 2004-013642 



^-v: 91/ 



m9 6} 



HP 




mi^.j:m i 4 - ( a ) 



mL -rh91iFn77>60mL. h j:^f-;VT 5 > 2 . 4 m L «rt)Px., ^-S-C S - p 

-p<\^v-<>v;v^^vp?7;v^'-^v-4, 6 2 ^ > ^"^J 5 y> 1 

0 8 6 gO^ VT'n ti;VT;V3-;i//x h 9ii V■7°^li°;VT;^3- 
;^'l8raL T-h^t: Ko^^^S OmL) ^iiTL. 6 0 °C l::T 3 Bf L/co 
^;v^_^;vi OOmL^Dnx, 6°C-ei 4 0#«®Lfco ^Jftii L/cHfr^ ^IXL. 

7X-^"^#-t^. mS.T^m^^^ @l{$hLTT|BC0<b-^%6. 6 1 g^#/i 



U^Xm 1 4 - ( a ) -e#/c jk^tl 4 . 1 1 g ^ e U V > 5 0 m L 7X?tT. 

izmm^-f-j^^M^. 1 0 %M7K*5^ v^^imm. mmRmymi- > v •> a7}cy# 

mLX. TIBc^-fb-a-^ 5 . 2 2 g=l:#/co 



9 7 ] 




PMZHN 



[0 4 0 6] 

M^XS 1 4 - ( b ) 



Kb 9 8 1 




PMZHN 



[0 4 0 7] 

m^TM 1 4 - ( c ) 



^atX® 1 4 - ( b ) 



ailiE# 2005-3017571 



#M 2004-013642 



'^-v : 92/ 



[^1:9 9] 



BzCS, / 



PMZHN 

[0 4 0 8] 

%jiaX^ 1 4 — ( d ) 

mitX.m 1 4 - ( c ) X-nfz^t'^m l O S mg^. r h 9 t Fo -7 9 2 m L is J: J/tK 0 

#>t^S=^MitXfl 1 - ( i ) ^XXfl- ( j ) o;^t*t;tt£v>. mj^mb-C^S^T^-fb^^ 
. 5 -^^P^iirv- 5 -^li°T-b:^;VT 5 ^ T;v^:^/ v> (6mg) "k^i^fzo 
FABMS:m/z594[M+H]% 
[0 4 0 91 

mmm i s 

I4b 1 0 01 

^OH 



H2N 



ijtxe 1 3 - ( c ) -cnfzit^m^. mmjim- a) co^-^t::^^^^^]^^^, ^ 

1- (d) (75^vii;t^v^KS$*/ct^. MXSi- (i) ^^v^i - (j) 

FABMS:m/z631[M+H]" ; . , x o .0 /oo 

iH-NMR(D20+DCl) 5 :l.69 (IH. m),1.92 (3H, m),2.15 (3H. m),2.34 (IH. m),3.12 (3H, 
m) 3.41 (2H, iii),3.47 (3H, s).3.67 (3H, m),3.95 (5H, in),4.27 (IH, m).4.35 (2H. m 
),4'.44 (IH. m).5.18 (IH. d, J=3. 6 Hz) , 5. 50 (IH. brs).5.58 (IH, brs)o 
[0 4 101 

mmm i e 

5 _ - 5 - ji e p g T :^ >^ > 

l<b 1 0 1 1 



M ^TM 1 6 - (a) 

~^^X^3- (b) (D:f7mm^^> «X@13- (b) T-#fc:<b^%^fflv^-rTsB<^ 



miE# 2005-3017571 



#M 2004-013642 • 93/ 



I-fb 1 0 2 ] 



,OAc 



BocHN 



[0411] 

M^XSl 6- (b) .ew./„yv 

^^x®i- (i) ^^xii- (j) (7)^-St't^v^. m^txfsis- (a) 

FABMS:m/z57l[M+H]* ; , 
iH-NMR(D2 0+ND3) ^ :1.62 (IH, dddd, J=3.90. 13.67. 13.67, 13. 67 Hz) , 1. 85 (IH. ddd 

J=12 7 12.7, 12.7 Hz), 1.90-2.10 (4H, m),2.17 (IH, ddt, J=3.42, 7.81, 14. 16 Hz 
) 2 34 (IH. ddd, J=4.39, 4.39, 12.7 Hz). 3. 09 (IH, dd. J=7.33, 13.19 Hz), 3. 17 (2H 

dd J=6.84, 6.84 Hz), 3. 27 (IH, dd, J=2.93. 13. 18 Hz) , 3. 38 (IH, dd, J=10. 26, 10 
'.26 Hz), 3. 58 (IH. dd, J=9.77, 9. 77 Hz) . 3. 58-3. 63 (IH, m),3.69 (IH, dd, J=7. 33. 1 
2.21 Hz). 3.81 (IH, dd. J=3.90, 11. 23 Hz) , 3. 87-3. 97 (3H, m). 4.05-4. 13 (IH, m).4.2 
8 (IH dd, J=3.41. 9.27 Hz), 4. 30 (IH, dd, J=2.93, 9. 77 Hz) , 4. 38-4. 45 (IH, m),4.4 
2 (IH, dd, J=2.93, 10.74 Hz), 5. 15 (IH. dd. J=2.93. 2. 93 Hz) , 5. 17 (IH, d, J=3.91 
Hz), 5. 35 (IH, d. J=3.42 Hz)o 
[0 4 12] 

m \ 7 



[<b 1 0 3 ] 

-OH 



HO I 



m\^XM 1 7 - ( a ) 

m^Xg4- (a) <D-nm^-'^^^^ miSXfll 3- (b) -e#7t<b^tJ«rffiv^TTsfiO 
['fb 1 0 4 ] 

/ycQ°?tS?^NHBoc 



BocHN 



[0 4 13] 

m ^:rM \i - ( b ) 

MX5gl- (i) is J; 1 - ( j ) (O-nrnz-m^^. m^-XM \1- ( a ) -e#7t^fc^ 

FABMS:578[M+H]*o 
[0 4 14] 

mmw 1 8 



ffiiE# 2005-3017571 



mm 2004-013642 



: 94/ 



I'fb 1 0 5 ] 

HO I ^,.-*>»*_*--^rt 



HzN 

feifeX^M 1 8 - ( a ) _ 

FABMS:m/z552[M+H]* ; . x o 

^H-NMR(D2 0+ND3) <5 11.27-1.48 (IH. in)1.33 (IH. q , J=12. 8 Hz) , 1. 67-1. 80 (4H, m),1.8 
7-1 97 (IH, m),2.01 (lH,dt, J=4.7. 12. 8 Hz) , 2. 62-2. 87 (5H, m),3.02 (IH. t, J=10. 1 

Hz). 3. 15-3. 30 (IH. m).3.38 (IH. dd, J=3.9 Hz, J=10. IHz) , 3. 52 (IH, dd, J=3. 1 Hz. 
J=10.3 Hz),3.73-3.87 (6H, m),4.19 (IH, dd, J=3.6. 9. 5 Hz) . 4. 26-4. 35 (IH, in).4.93 

(IH. d. J=3.4 Hz).5.17 (IH. d. J=3.9Hz)o 
[0 4 151 

^mm 1 9 

MiSXfM 1 9 - ( a ) , ^ 

®fltiei7- (a) "e#f^^t^%2 8 Bmg^fflv^-C. ®atX@ 1 - (i) (7):Bm^ifE. 

l^b 1 0 7 1 

OH 




BocHN 

[0416] 

M jf X@ 1 9 - ( b ) 

SatXfl 1 9 - ( a ) -etf/c-fb^i^ 2 2 Omg=^. 7X : ^^J' ^ ->'^= 1 : 1 <7)?«4 mL 
rMl-T;v=f>:^»itT 1 0%Pd-C20 Omg^tinx/il^mfa'e— H^Wtfco 
=^"t:7^ P-TLC (®M«:T-feh» -e»^^fv>. TlBc^-fb^t/ 

1 2 Omg^#fco 



[<b 1 0 8 1 



I NHBoc 



BocHN 



[0 4 17] 



aJiiE# 2005-3017571 



#11 2004-013642 ^-i^ I 95/ 

M^X@ 1 9 - ( c ) 

m:itXfM19- (b) -e#/^^b^f^9 Omg^^v^-cmitXfi 1 1 - (b) (Dl^m^z'^-^ 
-CRJS^-^. $ h {zm^nm 1 - ( j ) o;^-&t^tt£oTmi*ttL. llM<7)<b^t/ : 5 -7-' 
:f ^v- 5 ^^VT 5 y T;V^:^? V > (8mg) =lr#/Co 
FABMS:m/z580[M+H]-'o 

[0 4 18] 
^tfeM 2 0 

5 - ^ - ^ - a^\£^y V 4 )VT ^ ^ r )v^ti V > 
['fb 1 0 9 ] 




MitXfS 2 0 - ( a ) 

^7tX@19- (b) T-W/i'fb^tlS Omg^Mv^T, miiXfl 1 - (c) O^-fetit^feo 

TRjiD^-iir. $^^'«5txfii- (i) jsitFi- (j) (D:}jm\^'ijt'oxuu.m\^. urn 

oit^^^ : 5 -T^^^y- 5 -^^^yy"^ 5. y T ji^-^i] i^y (Smg) ^#7to 

FABMS:656 [M+H]-^o 
[0 4 19] 

^mm 2 1 
[-fb 1 1 0 ] 




Mit Xfg 2 1 - ( a ) 

m^X^l 9- (b) -t?#fc4t^tJl 0 Omg^N, N - v ^ ^>'l''3^ T ^ K 3 m L ^3 
i#ftfL. V A 1 3mgi3J:t/^>v;vrn-7^ FO. 0 6 6 m L ^SriJDx.. ^M"^— 

(T^^b'n't' : 5 -T"^^ V- 5 - v^fl^T 5 y T;v^:* (SOmg) tr#/^o 

FABMS:in/z642[M+H] + o 

[0 4 2 0] 
^jrfe^J 2 2 

5--^':^^v-5-j:.e^ f-;V T < / 7 v > 

[4b 1 1 1 1 




H2N 



M-itXli 2 2 - ( a ) 

ailiE# 2005-3017571 



#11 2004-013642 



^--J : 96/ 



m^tX^lS- (b) -e# /cjt-^t/ 5 0 Omg^lrfflV^T. m^Xmi - (i) <^:^&i^t^ 
[-fb 1 1 2 1 

BocHN-*-^ MsO r ^r>HBoc 



BccHN 



ID 4 2 1 1 

m^nm 2 2 - ( b ) 

iidtXfI2 2- (a) -etf/cft^tJ 1 0 OmglZ^ ^;VT 5 y -;l/YS-m5. Cm 

L^Snx., MVpf^e OrTM 0P^«#L/Co RJS?^=lrmi±ltlit^, vV *<>";V* vA^'ti 

•7 h^^-y-f - : ^ i5^y-;v= 9:1) KxmWL. TW.<D^t^'^2 7. 



l-ft 1 1 3 1 



BocHN 



FABMS : m/zl088 [M+Na] * o 
[0 4 2 2 ] 

^^^nfM 2 2 ( c ) 

""iatX® 2 2 - ( b ) Tlf/^^b^t/ 2 3 . Omg^ffiV^, ^f^Xfll - (j) (Dlo'i^K'iJt 

v^. Iia<7)<b^ty : 5 -T^^^v- 5 -itf^-f-^vT^ y t;v^* v> (12. Omg) ^ 

FABMS :m/z566[M+H]+ ; 

iH-NMR(D2 0+ND3) 5 :l.48 (IH, m),1.60 (IH, m),1.90 (4H, m),2.09 (IH, ni),2.19 (IH, 
in).2.74 (3H, s).2.84 (2H, iii),2.94 (2H, in),3.01 (IH, in),3.15 (IH, dd, J=9.7, 10. 
5 Hz), 3. 32 (IH, m),3.40 (IH, dd, J=9.8, 10.0 Hz), 3. 56 (2H, m),3.72 (IH, dd, J=3. 
0 10.0 Hz), 3.88 (2H, m),3.99 (2H, m),4.08 (IH, m),4.35 (IH. dd, J=3.4, 9.3 Hz) 
,4.52 (IH, ddd. J=4.8, 12.0 Hz), 5. 12 (IH, d. J=3.4 Hz),5.20 (IH, d. J=4.0Hz)o 
[0 4 2 3] 

mmm 2 3 

OHl ^,._^r ^^NH^ 
HaN O 

MjtXfg 2 3 - ( a ) _ ^ ^ „ 

^5tXfl2 2- (b) <D-^m^z'lJt^^. ®^X®2 2- (a) 1 0 0 mg^fflv^. 

^h\Z, ^f-;vr 5 ^^-^^^#?&<^'ft^5'9 t'TU;VT5 y^SrffiV^T. TnZ(7)it^m 

2 Img^^^fzo 



miE# 2005-3017571 



#11 2004-013642 



^—-J: 97/ 



l^b 1 1 5 1 



OH 



3 O^Jj^Xl^iil^NHBoc 



NHBoc 




FABMS:m/zl092[M+H]*o 
[0 4 2 41 

^ifeX^f. 2 3 - ( b ) 

MX^l- (j) C0:^-ffit^l^V^ mitX@2 3- (a) ■^1#fcft:^%2 Img^ffiV^T 

^m<^'fb'^tJ : 5--r^^v- 5-:3itfT';;vT5 /t;v^:^'>:^ (12. Omg) 

/Co 

FABMS:m/z592[M+H]*o 
10 4 2 5 1 

2 4 



M^XS 2 4 - ( a ) 

^7tXfM2 2- (a) -e#/v:<h^%l 0 0 mg^ffi v^-CTK^T^jb-^Jj^ 2 lmg^t#/Co 
[4h 1 1 7 1 



FABMS:m/zl095[M+H]*o 

[0 4 2 61 
MjtX@ 2 4 - ( b ) 

mJtX^il- (j) <D^mK'^^-. ^7tXe2 4- (a) tlffc-fk^t) Srffl v^TS®(7) 
it^^ : 5 -T-':^^ V- 5 -J^tf (2-T5^^f-J^) T 5 / T^V^:^' (16. Omg 
) ^#7to 

FABMS:m/z595[M+H]^ ; 

iH-NMR(D2 0+ND3 )8 :1.48 (IH. m),1.59 (IH. m),1.90 (4H, m),2.08 (IH, m),2.18 (IH 
, in)2.83 (2H, m)2.92 (4H, m),3.00 (2H, m),3.13 (IH, dd, J=10. 2 Hz) , 3. 20 (IH, m), 
3.35 (IH. m),3.40 (IH, dd, J=10. 2 Hz) . 3. 55 (IH, dd, J=3.9, 10.2 Hz), 3. 65 (IH, br 
s),3.71 (IH. dd. J=3.0. 10.1 Hz), 3. 87 (IH, m),3.97 (2H, m),4.06 (2H. m),4.34 (IH 
, dd, J=3.5. 9.8 Hz). 4. 59 (IH. iii),5.l0 (IH, d. J=3.4 Hz) . 5. 19 (IH, d, J=3.9Hz) 



[-fk 1 1 6 1 





mmm 2005-3017571 



#SI 2 0 0 4 -0 1 3 6 4 2 ^--J : 98/ 



[0 4 2 7] 

mmm 2 5 
mi 1 s] 




m^jim 2 5 - ( a ) 

mMJ1^2 2- (a) -etf/i'fb'&ii; 1 O Omg^fflv^r. Ti50'fl:'^%2 5. Omg*# 




OH 



FABMS:m/zl096[M+H]*o 
[0 4 2 8] 

M jSX@ 2 5 - ( b ) 

^atXgl- (j) <?):^'ffit;!^fev^ m7tXfi2 5- (a) T-#fc^k^%2 5. Omg=lrffl 
v^T^SOft-a-il^ : 5 -T*:^^ V- 5 -^t: (2 - t Fn^>'J^-?^;V) T^^T^V^^^/v 
> ( 1 1 . 4mg) *#/Co 
FABMS:in/z596[M+H]^ ; 

^H-NMR(D2 0+ND3 )5 :1.26 (IH, in),1.35 (IH, in).1.69 (4H, m),1.87 (IH, m),1.96 (IH 
, m)2.61 (2H, m)2.70 (3H, in),2.80 (IH, in),2.89 (IH, dd, J=9. 6 Hz) , 3. 09 (IH, m) , 3 
.17 (IH, dd, J=9.6,10.0 Hz),3.32 (IH, dd, J=3. 6, 9. 6 Hz) , 3. 43 (IH, brs),3.52 (IH, 
in),3.65 (3H, m),3.74 (2H, in),3.85 (2H. m),4.12 (IH, dd, J=3.6, 10.0 Hz), 4. 39 (1 
H, m),4.87 (IH. d, J=3. 2Hz) . 4. 97 (IH, d, J=3.8 Hz)o 
[0 4 2 9] 

mmm 2 e 

[<h 1 2 0 ] 

^jtXfl 2 6 - ( a ) 

SitXIll- (e) O^m^^m^^. I^^-fe'>'>AO'ft^5'9 t^3 -T5 y- 1 -y^/^V 
-;V^fflV^, ®3tX^2 2- (a) ■r#/i'fb'^ii; 1 0 0ing=l:ffiV^TTiac7)>ft^%4 3 . 0 

tBiE^ 2005-3017571 



#il 2004-013642 



^-v^": 99/ 



[-ft 1 2 1 1 



NH 



BocHN 



FABMS:m/zlllO[M+H] + o 
[0 4 3 0] 

m^nm 2 6 - ( b ) _ 

mitX^l- (j) <75:^ftt'«fev^, ^^X^S2 6- (a) -etf/c^b^t; 4 3 . Omg^ffi 

v> (18. 5mg) *#/co 
ESIMS:m/z610[M+H]*o 
10 4 3 1 ] 

^MM 2 7 ^ . ,^ , 

I<t 1 2 2 ] 

HO^ / NH 

^tSIH^ 2 7 ( a. ) 

i^Xfll- (e) (DlS'mK%^^. mm^^y ^<^itt> y) K 2 - T ^ y - 1, 3--7°n 
^,= ^,;/^_;v^^v^ M7tX^12 2- (a) -etff^'fb^fel 0 Omg^ffiv^rTiaojb^Jf^ 

1 3 . 8mg^#7t:o 

I<k 1 2 3 1 

BceW-A— ^ ^ r NHBoc 

BocHN £hOH 

[0 4 3 2] 

MjtX^ 2 7 - ( b ) 

m^X^ll- (j) <7)^-Stlt^V^. MXfl2 7- (a) -X:^nfzit^mi 3. Smg^ffl 

T5yT;V^:*v> (6. Omg) ^#/io 
FABMS:m/z626[M+H]" ; 

iH-NMR(D2 0+ND3 )S :1.49 (IH, m),1.60 (IH, m),1.95 (4H, m),2.09 (IH, in),2.20 (IH 
, m),2.84 (2H, m).2.93 (2H, ni),3.03 (IH, m),3.11 (IH, dd, J=10. 1 Hz) . 3. 34 (IH, m 
),3.43 (IH, dd, J=9.7,10.1 Hz),3.48 (IH, m),3.57 (IH, dd, J=3. 8, 10. 1 Hz) , 3. 70-4. 
09 (IIH, in).4.36 (IH, dd, J=3.4. 9.5 Hz). 4.81 (IH. m).5.17 (IH, d, J=3.4Hz).5.2 

2 (IH, d. J=3.8 Hz)o 

[0 4 3 3] 

fflfiE# 2005-3017571 



mm 2004-013642 



^--J : 100/ 



I-fh 1 2 4 ] 




HjN 



MifeXfS 2 8 - ( a ) 

3 2' 6' - h U -N-t-:/" h ^v:^;^?^-;^- 4 " ' -N- p h ^->^>' 
;v • >>':e-^^^>= 1 : 1) 3 OmLir'^ft?$^i> h U -^^f-^VT 5 > 0 . 84mL. ^^-X 

■ij->'=l : 1) 3 OmLtCv#^f 7ic*<b*'>*^ > 'J '^'^ 1 1 3mg^iJPx.. MUX- 1 

^y_;v=9 : 1) -ewmL. TIS<7)'fl:'^% 0 . 8 7 g^#fwo 

Kb 1 2 5 1 




HQ 



BocHN 



hJ^^^ScSn HB oc 



NHBoc 



PMZHN 



FABMS:m/zll07[M+H]* 
[0 4 3 4] 

2 8 - ( b ) _ 

Mv^> ^.o. S^txe28- (a) -C^fc^b-^tJ 1 . 4 0 g ^ffl«Ki Urffiv^-C. T 
ia<^4b-^!f^0. 9 9 g^nfzo 
[ 1 2 6 1 



HO, 

PMZHN 



NHBoc 



FABMS:m/zll21[M+H]" 
10 4 3 5] 

m^nim. 2 8- ( c ) 

m^XfS2- (a) <7)-1vmi:^'lJty^>. ^7tX@2 8- (b) X-m^it^m 3 7 0 mgi 
-CTlBcT^'fb^t; 2 0 Omg^#/io 



tH|iE# 2005-3017571 



#M 2004-013642 



^--J \ 101/ 



Kb 1 2 7 ] 

Of\c 



FABMS:m/zl289 [M+H]* 
[0 4 3 6] 

MufeX^ 2 8 - ( d ) ^ ^ ^ .V 

^^xsi- (d) isio^^i- (e) oumK'iJty^^. m^j:m28- (c) x^f/^-ft-a- 

Kb 1 2 8 1 



OAc 

PMZHN 



FABMS:m/zl331[M+H]-' 
[0 4 3 7] 

^jtXS 2 8 - ( e ) 

UMumi- (i) i3J;t^i- (j) <^^-Si^«£v^^ ^.1X^2 8- (d) -ett/c^b-^ 

^13 Offlg^ffiV^TTfa<^'fb'^% 1 9n^*#/io 
[<b 1 2 9 ] 



-OH 



HjN" 



FABMS:m/z657[M+H]-' 
[0 4 3 8] 

MitX^l 2 8 - ( f ) 

m^XII 2 8 - ( e ) ~r:nfzit^m 19.0 mg*7]c 5 . 0 m L L> 1 NiaM 0 . 

SmL^Dnx.. T;vn^-^MT1 0%P d-C 5ing^Jnx./im, 7X*Sm*trV^^?aT? 
-mW:WVfZo Kmm^-^y^ y-MM\^fz^^CM-S e a d e X (NH4 ) «rfflv^ 

-cfflmb. mm<D^\:^m: 5-^\^-3" -n-^^;vt;v^5?/v> (16. Omg) ^# 

/Co 

FABMS:567[M+H]* 

iH-NMR(D2 0+ND3 )5 11.40 (2H. m),1.77 (4H, in),1.95 (IH, m),2.05 (IH, ddd, J=4.2, 
5.1, 13.2 Hz), 2.47 (3H, s),2.70 (2H. m),2.83 (4H, in), 3.26 (IH, m),3.40 (IH, dd 
J=9. 8, 10.0 Hz), 3. 50 (IH, dd, J=2. 2. 10. 3 Hz) , 3. 57 (IH, dd, J=3. 9, 10. 5 Hz) , 3. 70 ( 
IH, dd, J=7.0,12.0 Hz),3.85 (3H, ni),3.93 (IH, dd, J=2. 0, 12. 0 Hz) . 4. 23 (IH, dd),4 
.31 (IH, m),4.54 (IH, dd,),4.98 (IH, d, J=3. 6 Hz) . 5. 07 (IH. d, J=3.9Hz)o 
[0 4 3 9] 

^mm 2 9 

5 -jit:°-6' -N-^f-;i/T;v^;^ v> 



ttifE# 2005-3017571 



#11 2004-013642 



^—-j : 102/ 



1 3 0 ] 



^OH 



HO, I 



^c7>T-fef-Mb^^TV^. - (d) isitfl- (e) O 

^fit^l^V^ 5 {4(7)7Xm*<75RfSRjS^^fo /imir. 1 - ( i ) ( j ) 

FABMS:m/z567[M+H]* 
[0 4 4 0] 

mmm 3 0 



[<k 1 3 11 




m^^TM 3 0 - ( a ) . ^, . ^ T 
m^Xm2 - (b) t:1#/c^b^%6 2 Omg^IrN, N- ^^V*>'^^T ^ K 1 0 mL 

lc^,5^Lfc?«t'> M«#<7>p-TsOH • H2 Oi3J:If2, 2 - >>^^ > ^ ^n/N" 2 

6 4 Omg^#/c 



l-fb 1 3 2 1 




BocHN 



[0 4 4 1 1 

^ifeXfl 3 0 - ( b ) ^ ^ 

m^tX^SO- (a) -e#/i<b^tf6 4 0mg^v^^-^> 1 OmL. y^y-;H0m 

L 7X8mLir^#ML, 7lcm^fc^^°9 v-^^ 1 7 Omg^jjnx.. 7]c*J± 3 Gibs ^^T^M 



miiE# 2005-3017571 



#11 2004-013642 



^-v>' : 103/ 



[^b 1 3 3 1 

'•—X 



HO,; 

BocHh 



[0 4 4 21 

M^TM 3 0 - ( c ) ^ ^ ^ 

^^XfM 3 0 - ( b ) -e^ffc^b-a-if^ 5 0 0 mg^ iJrnn:^;VAl2mL. 7K6mL 
L - > H K U 4 4 0 mg, ^@$7X*-^ > y A 2 1 0 mg^iDx.. ^'ia-e 1 6 Btrsia^ I- 

^y_;v= 1 5 : DlCXML. TIBC)<b^%2 5 6mg^#/co 



[-fE 1 3 4 1 



BocHN 



CHO 

or;;:i^^i;:S2NHBoc 



[0 4 4 3 1 

m\^yjm. 3 0 - ( a ) 

®7tXfI3 0- (c) 0 0mg>l:i^<k;^^l^^ 5mL. t" h :7 H h n "7 -7 

>2mL. ^^y-;HmLt'^»L. ^^^^^>'6 0mg. ^hV^Ap^ 

^^y-;vW(iM) 1 0 omg^^inl i0#f^«^t/io ::<7)K):t>?t^ i M(7:)i^mM-^- 
: y-;v=i 5:1) titffimL, TIBo^fb^^s 2mg^»/io 

['ft 1 3 5 1 

V-O--^ OH 

BocHN 



[0 4 4 4] 

^2M3 0 - ( e ) , o T 9 

M^Xfl30- (d) -etffcjb^Jf^S 2mg^^ i5^y-^V7mL. 7jc3mL. P&cO. 2 

mLliv»L. m^bS^S Omg^Snx, 7X^JE4 0 1 b s T'^«!67}c*S7cRJS* 2 0 BtK 

ML i^^Xfll- (j) h!W]1t<75^fe-^-Bm^.KL/io LTtffc'fb^if^^ffiv^. ® 
^X^i\- (a) (7)^-J£l^t^£v^TA y*^^#JIL/sm. 3(7):^felC=e£o-CSfi>^ 

FABMS:m/z583[M+H]* 
[0 4 4 5] 

ffiiE# 2005-3017571 



#il 2004-013642 



^-v : 104/ 



[-fk 1 3 6 1 




OHI ■ -"^"^ 



gitX^l 3 1 - ( a ) , p. ^ 

o 

FABMS:in/z625[M+H] + 
[0 4 4 6] 

mmms 2 

[<b 1 3 7 1 

^^X@ 3 2 - ( a ) ^ 

m^Xfi 1 - ( a ) Tl#/i4t^!f^ 1 . 5 5 g -f-^^^^l^^ T ^ 2 0 m L t::v&fl* 
L p-T s OH • H 2 O 1 0 Omg. -<>XT;vrt Ki^^ ^^VT^iJ' 2 mL *Dnx. 

Kb 1 3 8 1 




HBoo 
BocHN 

10 4 4 7] 

Wr^'XM. 3 2 - ( b ) 

SitXS 3 2 - ( a ) tr#f^'fb^tJ2 0 0mg^lZg:^'fb^*6mLlC^|^L. N--7n^ 
n/N^m^ 5 K5 Omg. mm.^^') l Smg^in^. MT3^TO#L/io ^M^it 

1 : i)tc-cfflmL> Tsaw^b-a-tJi 5 4mg^#/co 

ailiE# 2005-3017571 



#11 2004-013642 



^-S? : 105/ 



[^b 1 3 9 1 




BocHN 

0^i^fJX^:i3:$-NHBoc 
AcO, 



BocHI 

[0 4 4 81 

^'^^i^iri^M 3 2 ( c ) 

^"kx^lS- (b) <Dlfm^zm^^. m^Xg3 2- (b) -tlf/c'fb^if^e 7mg«:fflV>-C 
[<h 1 4 0 ] 



BocHN-V-^ HO p >IHBoc 

AcO, / 




BocHN 



[0 4 4 9] 

MatX@ 3 2 - ( d ) 

mitXfll- (d) c7)^-^tit^v^. 

I-fb 1 4 1] 




I HBoc 



BocHN 



TSPMS:m/zl303[M+H]^ 
[0 4 5 01 

MaSX^ 3 2 - ( e ) . . , 

m^Xe3 2- (d) X-mzit^^S Omg^m^^X^ m^tX^l- (e) C7):^v£l^^v> 
Km^'^f^^. #/c^t^tJ=^5I§l^im^xei- (i) *3J:tFl- (j) o^^^ti^J^oT 

FABMS:m/z537[M+H]* 
[0 4 5 1 ] 

3 3 
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^-S>~ : 106/ 



['ffc 1 4 2 ] 



NH2 



HO. J 
H,N 



OH 

O 



H^X^l 3 3 - ( a ) 



Tie<7)<b^tJ 0 . 3 2 g *#/c< 

[ 1 4 3 ] 



BocHN 



OH 

O 



[ 0 4 5 2] 

MjaX^ 3 3 — ( b ) 

MJ^X@2- (a) (^:*'^l'^V>. matX@3 3- (a) -e#/i>fb^ii/ 0 . 3 2 g =Srffi 
v^T. Tiao^b-^tJ 0 . 2 9 g=lr#f^o 



1 4 4 1 



OfjJJSiiii^NHBoc 
AcO/, 7 OH 

-no 

BocHN 



[0 4 5 3] 

^5aXj^ 3 3 — ( c ) 

M7tX@3 3- (b) -rrmtzit^^ 0 . 3 6 g * v ;^ 0 . 7 5mL^^J:t/ 

3mL, DMSOl. 6 m L L s tfUv^O. 0 8 5raL. f i; ■7;v^nI^mO . 

0 2 7 mL ioiO^-l, 3 — v v:?^ n^^>';v:;^f ;v^'vM 5 K 0 . 2 6 g ^JlPx-^ ^S."^^ 

- (m'fb^f-v^^ : ^ ^^-;v= 1 5 : 1) -effimu^ TIB<^>^b'^t; o . o 5 g=£: 



I-fb 1 4 5 ] 



OHC 

Aco-^c^-o BocHN-JS;;;^ 

BocHNi^^^r ^NHBoo 
OHNXjSi^NHBoc 



AoO/,^^ OH 



BocHN 



10 4 5 4] 

Mt^X@ 3 3 - ( d ) 

m^X@3 0- (d) <^;;^-ai^l^&v>> ^^1X^3 3- (c) Tiffc'ft:^® 1 0 Omg^ffi 

ffiiE# 2005-3017571 
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^--J : 107/ 



['fk 1 4 6 1 




BocHN f NHBoo 
OpjfJSS^iSl^NHBoo 
AcO/, "j OH 

BocHN 

[0 4 5 5] 

MjtXfl 3 3 - ( e ) 

m^tXfl 3 0 - ( e ) 0^-^l::t^v^. matXS3 3- (d) -C^fc-ft-g-if^ 3 8 mg^ffi 
MM<7^-ft;-^^^ ■. 6" -T 5 / ^ •f-^'V— 5 -■^ti°T;V'^:* >'>' (2 Omg) ^^fzo 
FABMS:m/z582[M+H]% 
[0 4 5 6] 

M^J 3 4 

5 -^;vt;V'^:^ v> 
l-fb 1 4 7 1 

HO, "/ CH^ 

^>-^o 

^•i^Xfi 3 4 - ( a ) ^ 

1 4 - ( a ) 0;^-Sl't^V^. Tm<Di\:^m 6 . 6 1 g ^#/io 

1 4 8 ] 



PMZHN 

[0 4 5 7] 

MjtXS 3 4 - ( b ) 

®^Xe 3 4 - ( a ) 'Cnfzit^^'D 4 . 1 1 g ^ H° 'J ^ >- 5 0 m L i^vtHf 7K<^ T 
rx^^VM^V^n^^ K2. 0 5 gOi^^h^ 9mLv#?t^l3nx/co ^<^«^7X 

^To bmfnmwLfzm. Mutx-M-'SLL. 4mmwLfzo ^<D^k. z.(Dm'mz7}^o 

[<h 1 4 9 1 

^OBz 

o;^is)\,^\9NHPMZ 

PMZHN 

[0 4 5 8] 

MjtX@ 3 4 - ( c ) , ^ , a- ^ ^ ^ ^- . T 

m3tX^3 4- (b) ItZXntz^t^^ 1 . 197g^^ v^5^;v:^;V*^-9-^ h 5mL 

miE# 2005-3017571 



#111 2004-013642 



^-i^ : 108/ 



Aimm. mmu^ti- hv ^ ^7K^m'^\ m^AmmL. mymmi- ^ j^x-tm^k. # 

I'ft 1 5 0 ] 

^OBz 

O H N^d'-^-^N H PMZ 



PMZHN 



BzO U y 



[0 4 5 9] 

M.Xfl3 4- (d) _ , , 

3 4 - ( c ) -^nfz^t^m 32 0mg^. ■f-V'^^Vuy-yy 4mL iz^lh b 

7jc?tT. ^ y n -7 ^ KOt" h ^ Fn -7 (0. 9 3 mm o 1 

/mL) 0. 9 7 mh^uuK.. ymrsmmmwi^fzo ^(D^mm^zmmmtTy^:=-^ 

LTto ^<7) i ^ I' L-r#/cM^ltJ±itilL. ^^*P reparative TLC(® 
^nn.i^;vi». : ^y-;v=3 0 : Dt'TJ^mL, Tlfic^^-fb^^ l O Omg^#fc 

1 5 1 ] 

^OBz 

BZ0''T^S;SS> PMZHN 

PMZHN ^ HO r NHPMZ 

Ot^:X«2NHPMZ 



PMZHN 



[0 4 6 0] 

^^■XfS 3 4 - ( e ) ^ ^ ^, ^ 

UMJimi- (i) *3j;t/l- (j) (^;^-&«v>, mitXfI3 4- (d) TMf/i^b-^ 
1 0 Omg=^fflv^T. ^^BO'fk'^t; : 5 •5^;vt;v^:*>'>' (5. img) =&#:^Co 

FABMS:m/z567[M+H]* ; 

1H-NMR(D20+DC1 )^:1.63-1.73 (IH, m)1.86 (IH, ddd, J=12.4, 12.4, 12. 4 Hz) , 1. 96-2 
03 (2H, m), 2. 05-2.15 (2H, m),2.21 (IH. ddt, J=3.7, 7.1, 14.7Hz')2.31 (IH, ddd, 
J=4 4 4.4, 13.0 Hz), 3.21 (2H, d, J=7.1, 7.1 Hz), 3.21 (IH, dd. J=6.8, 13.1 Hz), 

3 32 (IH, dd. J=3.5, 13.5 Hz), 3. 37 (3H, s).3.42 (IH, dd, J=10. 5, 10. 5 Hz) , 3. 47-3 
56 (IH, m), 3. 63-3. 68 (IH, m) , 3. 75 (IH. dd, J=10. 0. 10. 0 Hz) , 3. 79-3. 84 (3H, m) . 3 
87 (IH, d, J=10.8 Hz),4.02 (IH, d. J=10. 7 Hz) , 4. 06 (IH, dt, J=3.2, 10.3 Hz), 4.1 

0-4.16 (IH, m), 4. 18-4.25 (IH, in),4.31 (IH, dd. J=3.6. 9.3 Hz), 5. 16 (IH. d, J=3.6 
Hz). 5. 83 (IH, d, J=3.7 Hz)o 
[0 4 6 1] 

mmm 3 5 

[-fb 1 5 2 ] 



HO I 



H,N 



un I HO; 1 NHj 

HO^ I ' 



|ii|iE# 2005-3017571 
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: 109/ 



m^T.m. 3 5 - ( a ) ^ ^ _ 

^atlfi 3 4 - ( c ) -Clffc'fk^tl^^ 6 0 mg=& . ;^i^y-;V4mL KmmL. 7K<-vT-^ 
vT V"^ ><7? V T-;Vv#"{S (0. 6mmo 1 /m L) 1. OmL^jDx.x 7K<^^ 

6 m g ^#/co 



[-fb 1 5 3 1 



^OBz 




BzQ, 
PMZHN 

[0 4 6 2] 

mi^nm 3 5 - ( b ) ^ ^ ^.B^/,.^ 

mitxe 1 - ( i ) i (li^^ 1 - ( j ) (Dijmii^m^. rn^x® 3 5 - ( a ) x-^zit^ 

t/(^4 4mg=^fflV>T. ^IScO^b-^t/: 5-^ h^^>^^^>T;V^*v>' (5. 8mg) 

FABMS:m/z597[M+H]^ ; , ^ o 

iH-NMR(D20+DCl) 5 :1.69-1.75 (IH, in),1.90 (IH, ddd, J=12.7. 12.7, 12. 7 Hz) , 1. 99-2 
06 (2H. m), 2.08-2.16 (2H, m),2.24 (IH. ddt. J=3.9, 7.3. 14.4 Hz), 2.39 (IH, ddd, 
J=4 6 4.6, 12.9 Hz), 3. 20-3. 24 (IH. m),3.24 (2H, dd, J=7.4, 7.4 Hz). 3. 35 (IH. d 
d J=3 4 13.6 Hz), 3.44 (IH, dd, J=10.5. 10.5 Hz), 3.50 (3H. s), 3.63-3.68 (IH.m). 
3*77 (IH. dd. J=10.0. 10.0 Hz). 3. 82 (IH. d. J=10. 7 Hz) . 3. 86 (IH. dd. J=3.7. 10.0 
Hz) 3 87 (2H. d. J=2.9 Hz) , 3. 87-3. 92 (IH. m).3.94 (IH. d. J=10. 8 Hz) . 4. 02 (IH, 
d jllO.7 Hz).4.06 (IH, dt. J=2.9. 10.0 Hz). 4.12 (IH, d, J=ll. 0 Hz) , 4. 26 (IH. dd 
dd. J=3.4, 6.9, 6.9, 5.9 Hz), 4. 33 (IH, dd, J=3.6. 6. 9 Hz) . 4. 35-4. 40 (IH. m) . 5. 19 
(IH, d, J=3.6 Hz).5.76 (IH. d. J=3.2Hz)o 
[0 4 6 3 1 

mmi 3 6 

5 -e.=-;vT;v^:^ v> 

l-fb 1 5 4 1 

--OH 

^fltX^l 3 6 - ( a ) 

®^Xfl 3 4 - ( c ) -e#fc jb-^Jf^ t }£=-)V'7V^-^ -y^A y'u-^^ K^^^Xfe 3 4- 

(d) (Divmi<mcxKm^^. >>:v>-emitxfii- (i) is^t/i- (j) (Di?m<<^'^ 

TSPMS:m/z579[M+H]* ; 

iH-NMR(D2 0+ND3). <5 : 1.38-1. 45 (2H. m). 1.54-1.63 (IH. m), 1.71-1.79 (3H. m). 1.89-1. 
94 (IH m) 2.10 (IH, ddd. J=4.4. 4.4. 13. 2 Hz) . 2. 64-2. 68 (2H. m) . 2. 75-2. 79 (2H, 
m) 2.85 (IH. ddd, J=4.4. 4.4, 11.7 Hz), 2. 88 (IH, dd, J=10. 0. 10. 0 Hz) . 3. 01-3. 08 
(IH m).3.30 (IH, dd, J=10.0. 10.0 Hz), 3. 37 (IH, dd, J=3.6. 10.2 Hz), 3. 43 (IH. d 
. J=10.3 Hz).3.70-3.85 (4H. m),3.99 (IH, dt, J=2.9, 10. 2 Hz' ). 4. 07 (IH. ddd. J=4 
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^-v: 110/ 



4 10 8 10.8 Hz), 4. 18 (IH, dd, J=3.9, 9.2 Hz), 4. 98 (IH, d, J=4.0Hz),5 12 (IH 
d'. J=3.4 Hz),5.53 (IH. dd. J=1.4. 10.9 Hz), 5.58 (IH, dd. J=1.4, 17.1 Hz). 6.09 ( 



IH, dd. J=10.7, 16.8 Hz)o 
[0 4 6 4] 

mmi 3 7 

1 5 5 1 

-OH 



m^T.n 3 7 - ( a ) ^ ^.^ 

m^J^n 3 5 - ( a ) -e#/^^k-^t) 5 0 mg^ y ^ ■5^;V* ;i/ A T ^ P 0 . 5 m L {^'i^M L 
TS^Mb^ h V '^A 5. 4mg^Snx.. 8 0 t^T' 2 ^Fsm^ bfco <D KBmKmm^'itT 

i; ^AX-nmLfZo :i<DX^ t;LTt#/c«*MffiML. ^tffi^P r e p a r a t i V 
e TLC(®PS^> ^nn.-^;VA : ^^y-;u=3 0 : l)l'"C»mb, TlB<7)'fk^%2 4 



1 5 6 1 



^OBZ 

HO ^^"^^NHPMZ 
Ma 

PMZHN 



[0 4 6 5] 

MtS IfM 3 7 — ( b ) 

«7tX5gl- (i) *iW^l- (j) <7):^fet::«£v^ m^X^S?- (a) TWc^t^ 
4. 3mg:6^f5Tia<0'fb'^^5. 3ing*#/;o 
1 5 7 1 



--OH 

H2N-^--Trf^ HO _r NHa 



TSPMS: m/z608[M+H]+ ; x ^ „ 

iH-NMR(D20+DCl)^: 1.66-1. 77 (IH, ni),1.92 (IH, ddd, J=12.4. 12.4, 12. 4 Hz) , 1. 99-2 

07 (2H m), 2. 08-2. 16 (2H, m),2.22 (IH, ddt. J=3.9, 7.3, 14.4 Hz). 2. 38 (IH, ddd 
■7-4 9 '4 9 12.9 Hz), 3. 22 (2H. dd. J=7. 1. 7.1 Hz), 3. 23 (IH, dd, J=6.8, 13.9 Hz) 

3 34 (IH dd J=3.4, 13.4 Hz), 3. 44 (IH, dd, J=10. 5, 10. 5 Hz' ), 3. 65-3. 70 (IH, m) 
'3*77 (IH dd J=10.0, 10.0 Hz), 3. 80-3. 85 (2H, m),3.87 (2H, d. J=3. 4 Hz) , 3. 91 (1 
H "d J=13 7 Hz),3.96 (IH. d, J=13.7 Hz), 4. 05 (IH, d, J=10.7 Hz), 4. 08 (IH. dt. J 
=3 4' 9.8 Hz). 4. 14 (IH, d. J=10.7 Hz).4.21-4.33 (2H. m).4.33 (IH, dd, J=3.7, 9.3 

Hz) '.5. 18 (IH. d. J=3.6 Hz).5.81 (IH. d. J=3.5Hz)o 
[0 4 6 6] 

miE# 2005-3017571 
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^-i^": 111/ 



m^nim. 3 7 - ( c ) 

MXfl3 7- (b) -cntzit^m^. Smg^TKl mL ^'v&ML. 10%^^7v">-A- 
Lr?J^M*it-C#/i?SS^CM- S e p h a d e X (NH4"^) (SF?§^ ; tK : iftT >' 

g ^#/io 

TSPMS: m/z582[M+H]+ x n or 

^H-NMR(D2 0+ND3 ) 5:1.70-1.81 (IH. m) , 1. 95-2. 10 (3H, m) , 2. 10-2. 20 (2H. m),2.25 (1 
H ddt J=3.7, 7.1. 14.4 Hz), 2.42 (IH, ddd, J=4.8, 4.8, 12.9 Hz), 3.25 (2H. dd, J 
=7.3, 7.3 Hz), 3. 35-3. 40 (3H. m),3.55 (IH, d, J=13. 9 Hz) . 3. 56-3. 65 (IH, in),3.61 ( 

IH, d, J=13.9 Hz), „ „ N o 

3 74-3.77 (IH, m),3.78 (IH, dd, J=10.0, 10.0 Hz), 3. 88 (IH, dd, J=4. 1, 11.8 Hz), 3 

92 (IH, dd, J=3.9, 11.2 Hz). 3. 97 (IH, dd, J=2.2, 12.2 Hz), 4. 05 (IH, ddd, J=2.2. 

4.1, 10.0 Hz). 4. 27 (IH,. d. J=ll. 0 Hz) . 4. 30-4. 45 (4H, m),5.29 (IH. d. J=4Hz),5. 
81 (IH, d, J=3.2 Hz)o 
[0 4 6 7] 

mmm 3 8 

['fb 1 5 8 1 

-OH 



HO I 



HO. / W 



m.Tkj:m 3 8 - ( a ) 

m7txfl3 5- (a) -vnfzit-^mi 5 Omg^. 7 ^ y - ;v : it-fb^^ V > = 1 : 1(D 
'Sm5mL(DmmLfZo :::.<Dmm^. Imo l/l<^7jcmfb-^hU'>A7KY#m0. 5mL 

mm Lfzo ^ (omm ^ ^ v > w m l . ^mw.-^ ^ a -T^m.mkws.mm l 

. Tiacoik-^tJl 1 0mg1r#f;o 
[-fb 1 5 9 1 



OH 



PMZHN 



HO. >" 



FABMS:m/zl423[M+K]*o 
[0 4 6 8] 

8 - (b) ^ . ^-^ 

m^Xfl38- (a) lCT#/c<b^!^l Omgt'. J^i5^^->'VlmL. 40%^^^^T^ 

>7X'^m 1 1 mg=^tnx- 8 0 t:-e 3 nmmwi.fzo u.j^A^^'m±.mm mznm.'^M'^ 

5^;vt;v^:^ V >' (3. 7mg) *#Jto 

TSPMS: iii/z596[M+H]* ; ^ , n , 

^H-NMR(D20+ND3 ).1.38 (IH, ddd, J=12.7, 12.7, 12.7 Hz), 1.41-1.44 (IH, m), 1.62-1. 
79 (4H m) 1 91-1.93 (IH, m),2.22 (IH, ddd, J=4.7, 4.7, 13.2Hz)2.46 (3H, s),2.6 
5-2.70'(2h', m), 2. 76-2. 81 (2H. m),2.90 (IH, dd, J=10.3, 10. 3 Hz) , 2. 93-3. 01 (2H, m 
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: 112/ 



) 3.05 (IH. d. J=13.2 Hz).3.10 (IH. d, J=13.4 Hz) , 3. 31 (IH, dd J=9.8 9.8 Hz), 3 
39 (IH dd, J=3.8, 10.4 Hz), 3. 41 (IH, d, J=10. 3 Hz) , 3. 74-3. 81 (3H, m) , 3. 82-3. 92 
(IH, in),4.04 (IH, ddd, J=2.6, 3.9, 10.3 Hz), 4.11 (IH, ddd, J=4.4, 12.2, 12 2 Hz 

),4.18 (IH, dd, J=3.7, 9.3 Hz), 5.03 (IH, d, J=3. 7 Hz) . 5. 07 (IH. d. J=3.4Hz)o 
'[0 4 6 9] 

^mm 3 9 

[<b 1 6 0 1 

^OH 

HgN OH 



^^mixflS 8- Vb) 0^-StCt^v>. m^X@3 8- (a) (D^t^m 12. Smgilli 
Kndp->^f-;VT5>^;^jS$^, WM<D^t^m I 5- ( 2 - Kn ^ S/a^f-;v) T^y 
;>{ •f-;VT;v-^:* V > (4. 4mg) ^#fwo 

TSPMS :m/z 626 [M+H]^ ; ^ ...x x i 

iH-NMR(D2 0+ND3 ) <5 :l.35 (IH, ddd, J=12. 7, 12.7, 12. 7 Hz) . 1. 37-1. 50 (IH, m),1.60 
-1 85 (4H. m). 1.88-1. 98 (IH, m).2.04 (IH, ddd, J=4.6, 4.6. 13. 2 Hz) , 2. 62-2. 70 (2 
H m) 2 72-2.83 (4H, m), 2. 85-3. 00 (3H, m),3.00 (IH, d, J=13. 0 Hz) , 3. 05 (IH, d, J 
=13 o' Hz), 3.31 (IH, dd, J=9.8, 9.8 Hz), 3.38 (IH. dd, J=3. 7, 10. 5 Hz) , 3. 39(1H d, 

J=10 0 Hz),3.65-3.73 (2H, m) . 3. 75-3. 83 (3H. m) . 3. 85-3. 95 (IH. m),4.02-4.08 (IH. 

in).4.13 (IH, ddd, J=3.9, 11.4. 11.4 Hz). 4.18 (IH. dd. J=3.6. 9.3 Hz), 5.03 (IH. 
d. i=4.4 Hz).5.04 (IH, d. J=4.2Hz)o 
10 4 7 01 

mm 4 0 

5_ (2 -T^ y J^f-;i^) T ? y y ^>'V7;v^:^ V ^ 
Kb 1 6 1 1 



HaN NH2 



M^.X^1 4 0 - ( a ) , ..^^ 

«X^S3 8- (b) (D^m^'^^-. mJtXS3 8- (a) (D\'C^^li 1 SmgiivT^ 
^ ^^yh^im^^^ nm^r^it-^m:^- (2-t^/^^^v) /^-^^vt;!/-^* 
v> (4. 4mg) lr#/io 
TSPMS :m/z625[M+H]* ; 

^H-NMR(D20+ND3 )^ 11.35 (IH. ddd. J=12.9, 12.9, 12.9 Hz), 1.42 (IH, dddd, J=4.9, 
12 4 12.4, 12.4 Hz), 1.54 (IH, dddd, J=3.7, 12.4, 12.4, 12. 4 Hz) , 1. 71-1. 79 (3H. 

m) 1.91-1.93 (IH, m).2.03 (IH, ddd, J=4. 7. 4,7, 13. 2 Hz) . 2. 62-2. 82 (6H. m)2.88-2 

.99 (3H. m),2.99 (IH, d. J=13. 2 Hz) , 3. 05 (IH, d, J=12. 9 Hz) . 3. 31 (IH. dd, J=9.7 
9.7 Hz). 3. 38 (IH, dd. J=3.7. 10.5 Hz), 3. 40 (IH. d. J=10. 2 Hz) , 3. 73-3. 79 (3H, m) 

.3.84-3.92 (IH. m).4.02 (IH, dt. J=2.9. 9.5 Hz). 4.13 (IH, ddd, J=3.8, 11.4, 11.4 
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Hz). 4. 18 (IH, dd, J=3.6, 9.2 Hz). 5. 04 (IH, d. J=3.9Hz). 
5.07 (IH, d, J=3.2 Hz)o 
[0 4 7 1 ] 

[-ft 1 6 2 1 



^OH 

HO 



H2N ''NH^ 

mikum 4 1 - ( a ) 

^^XfS3 8- (b) co^^fitct^^v-, M^Xe3 8- (a) <7)^b^i|^ SOmgt 1, 3- 
-JT < y t^KJB^^. mm<7)it^m: 5- (3-T5y-7'nlf;v) T^y^^ 

;VT-'V^^v> (4. Omg) ^WfCo 

FABMS:m/z639[M+H]" ; . . x o 

iH-NMR(D.O+ NDs )^ I 1-36 (IH, m),1.43 (IH. m),1.72 (5H, m)1.94 (IH, m).2.04 (IH 

ddd J=4 4. 13.2 Hz). 2. 68 (2H, m),2.73 (4H. m),2.78 (2H, m).2.92 (2H, m),2.99 
(IH m)3.04 (2H. m),3.32 (IH, dd. J=10. 0 Hz) . 3. 39 (2H, m),3.79 (3H. m),3.89 (IH, 
in)',4.02 (IH. in).4.12(lH, ddd, J=4.3, 11.4 Hz). 4.19 (IH. dd. J=3.6. 9.3 Hz), 5.03 
(IH, d. J=3.9 Hz),5.05 (IH. d, J=3.4 Hz)o 
[0 4 7 21 

^mm 4 2 

5_ (3 ■/-2-H Fn^'>-7'nif;v) r ^ y ^ ^;vt;v-^^ v > 
[<t 1 6 3 ] 



^OH 

MjtX@ 4 2 — ( a ) 

MMJimS 8- (b) (Dljm^'^^^. matX@3 8- (a) 3 Omgfc 1 . 3 

2 - Fn^v'^'n t:;v) r 5 7 ^ ^;VT>'V-^* v ^ (10. 2mg) '^'^fzo 

TSPMS:in/z655[M+H]* ; ^ ^ x . ,n /.,t 

iH-NMR(D20+ND3 )^ :l.47 (2H, m),1.75 (IH, m).1.83 (3H. iii).2.04 (IH, m),2.12 (IH 
. in).2.76 (6H, m),2.90 (2H, m) . 3. 04 (4H. m),3.16 (IH. dd, J=10. 0, 13. 0 Hz) . 3. 40 ( 
IH. m).3.47 (2H, m).3.86 (3H, m).3.98 (IH. iii),4.12 (IH, in).4.23 (IH. dd).4.31 (1 
H, m),4.54 (IH. dd),4.98 (IH.d. J=3. 6 Hz) , 5. 07 (IH. d. J=3.9Hz)o 
[0 4 7 3] 

mkm 4 3 



ffiSE# 2005-3017571 
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^-v: 114/ 



1 6 4 ] 



HO 
HQ 



""'^ NH 



S-iftX fS 4 3— ( a ) 

^^X@3 8- (b) <7):^feic!^v^ S^X@3 8- (a) (^ft^if^ 2 0 mgfc 2 - (T 

f-jl/T;^'^:^? -> ^ (10. 2mg) =l:#yio 
TSPMS:m/z673[M+H]*o 
[0 4 7 41 

mmm 4 4 

3» , 4' — KP — 5 — J^^°T;V^:^ -> > 

[ft 1 6 51 



^OH 



HO' 

HzN 

MtS: X^ 4 4 — ( a ) 

-^tJ : 3 ' , 4' - vr'H Kn- 5 — •^t:T;v^:^ v^>=^#5to 

FABMS:m/z551[M+H]^ ; s „ o ^w.t. ^ o -.o ^ 

iH-NMR(D20+DCl)<5 11.77 (IH, ddd, J=12. 7, 12.7. 12. 7 Hz) , 1. 92-2. 01 (IH, in).2 19 ( 
IH ddt J=3.90, 7.32, 14.16 Hz). 2. 30 (IH. ddd, J=4.89, 4.89, 12. 69 Hz) , 3. 18 (2H 
dd t17 32, 7.32 Hz), 3. 30 (IH, dd, J=6.34, 13. 67 Hz) , 3. 36 (IH, dd, J=3.90, 13. 
67 Hz) 3 46 (IH, dd, J=10.25, 10.25 Hz), 3. 62 (IH, dd, J=9.77, 9.77 Hz), 3. 74 (IH, 

dd J=6 83 11.72 Hz). 3. 75-3. 79 (IH, m),3.81 (IH, dd, J=3.42. 10. 75 Hz) . 3. 89 (1 
H ddd J=1.96. 6.84. 9.28 Hz), 3.94 (IH. dd. J=1.95. 11.72 Hz), 4.06 (IH, dd, J=2 

44 lb 74 Hz), 4. 19-4. 25 (2H, m),4.29 (IH, dd, J=3.91, 9.28 Hz), 4. 36 (IH, ddd, J 
=4 88 10 75 10.75 Hz) , 4. 72-4. 90 (2H, m) , 5. 18 (IH, d, J=3.91 Hz), 5. 59 (IH, d, J 
=3". 9l' Hz), 6. 04 (IH, ddd. J=2.93. 2.93. 10. 75 Hz) . 6. 18 (IH. ddd. J=2.44. 2.44. 10 

.25 Hz)o 

[0 4 7 51 

mmm 4 5 „ ^ _ 



ttiliE# 2005-3017571 
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^-v : 115/ 



Kb 1 6 6 1 

-^OH 



HO I 



HO 




NH 



2 



HgN 



'2 



^ iftXfS 4 5" ( a ) 

1 3 2 - (e) oo^^^&i^v^lCT. 3' , 4' - vx^t Kn T 

FABMS:in/z553[M+H]% 
[0 4 7 61 

m^m 4 6 ^ ^ _ 

[-ft 1 6 7 1 




«1^J 1 6 0::^-atimCT, 3' , 4' -vT^^ii KnT;V-<* 1 6 Img^^P?. «iS4b 
: 5 -7"^^->- 3 ' , 4' -v^T-'ii Fn- 5 --3^tii^ nnT;v^* v> (86mg) 

FABMS:in/z569[M+H]*o 
[0 4 7 71 

^Mi^ll 4 7 

[<l: 1 6 8 1 



-OH 
HO 




HzN 

MjaXfS 4 7 — ( a ) 

mmn i(D-nmm^'^. 3' , 4' -v-rti KnT;v-^*v>^^^«iMb^i^ : 5 

-T^;}-^v-3' , 4' -i/x't Kn- 5 - J^tfT V KT;^^:^? vV^tfT'wo 
FABMS:m/z576[M+H]% 
[0 4 7 81 

mmm 4 8 

miE# 2005-3017571 



#fl 2004-013642 



: 116/ 




[ib 1 7 0 ] 



__OBz 



BocHN 



[0 4 7 9] 

m^^r.n 4 8 - ( b ) 

^^Xjg 4 8 - ( a ) -tr#/c^l:^!|^ 8 5 mg^ v ^ ;v A T ^ K 2 m L , 6 L 

W L > V 7^'^ X 7 1- > 0 . 0 3 m L ^Unx.. ^^ST' 1 5 mW\mWl^fzo K^m^ 

mm L nm^^tm^'^^^ (i o m d ^=.'sm tk. i o %^m.7i^x-m'Amwr l 



k';Vv>2. 4mL:j3J:(^^p« ^7-;Vl. 2 m L trvtftf yX^^T. 0 5M■:^ h V •^7 

l^b 1 7 1] 

OH 



HN 



rfOl ■ NHBoo 

HO OfH?3SSiX2NHBoo 



Bool ' 



[0 4 8 0] 

^Sxil- (j) 0:^-&t::t^v^, m^X^I4 8- (b) -C-#/ijfc^if^<7) 5 4 mg^- ^ > 
«|B<b^% : 5-f^-:f^v-3' , 4' -vT^^t; Kn-5-^tfT^yT;v-?:^;>'>' (1 
7mg) L-C#f^o 
FABMS:ni/z550[M+H]*o 
[0 4 8 11 

^ifei^ll 4 9 _ 
7^:^— T (S) - /-2-liKn^'>yu/N°y-f;v) 1-3' . 4' -v-m 

F p — 5 — tf V :^ '> > 



ffl|iE# 2005-3017571 



#11 2004-013642 ^-v?! 117/ 

mi 7 2] 




OH 

NH2 



H2N 



HO^^T OH 

H2N 

Mia IS 4 9 — ( a ) 

1 — g. (t-yh^'>5t;;v.i.^-;v) -3" -N-hU7;v^nT 

:^-^tct^£oTk)^:>^tTofco LT^/cjk'^^ (3. 0 3g) ^rfflv^-r. Mxei - 

(c) (75^feiC«feo-C. -^>'VMMbLyi^t^*^ (2. 5 5 g) *#/Co 
v^-C®^Xfil - (d) ^XZf (e) <7):^'ffil'=e£oT;^jS=lrtro/if^, t> ti^^X^l 1 
- (i) (^^i*tc={^oTK)B=&^fv^> ^yvM;v*.:^r/T-fe^;v»^S5£iratf^<b^if^ ( 

1 7 7 g) ^%fzo ^ (DjtM^ 3 5 0 mg^. ^tKt^ h^liK 0-7-7 >4mL L/i 
o '^hK. r^iPT. R)^>4^t;m#T>'^-T2 OmL^M^L, ^S^h ^^^2 0 Omg 

tmL. ^^^^nn>^;vA : ^^7-;v=5 : i-etttBL. im-epH6 t L/So -(7) 
m^x^i- (j) <7):^iiict^£o-cm^*KL. SScDjt^t/: i-n-[ (S) - (3- 

^5y_2-liF^i^^->^^/^V^;V) ]-3' . 4' - yy't Kn - 5 v-?* 

> (2 8mg) *#/Co 
FABMS:in/z537[M+H]-'o 
[0 4 8 2] 

1-N-r (R^ - (3-7^ ^-2-11 Kndr'>-7°n/>V^;V) 1-3' , 4 -vxli 

K n — 5 - ^° V :^ '> 
Kb 1 7 3 ] 



^^T^ 5 0 - ( a ) ^ ^ ^ , 

«fJ4 9(7)^feMCTR):a>^^fv^ liscojb-a-il^ : l-N-[ (R) - 

_2-ti Kn^~>yi:i7N°7^;v) ]-3' , 4' - v7-*t Fn- 5 -^H" v?-<:^^/^'^=Sr^ 

FABMS:in/z537[M+H]*o 
[0 4 8 3] 



miiE# 2005-3017571 



#il 2004-013642 



y^~-J : 118/ 



1 7 4 1 

H2N 

^^^i^zn^M 51^ ( 2- ) 

FABMS:m/z55l[M+H]^ ; , n o /ott n o on ^ou 

iH-NMR(DoO+ND3)^ :l.35 (IH, m).1.82 (IH, iii).2.02 (2H, m),2.80 (2H. in),2.89 C2H. 
m).3.00"(lH. dd, J=2.9. 10.7 Hz), 3. 18 (IH, m).3.53 (2H, m),3.59 (IH, dd J=3. 9 
10 7 Hz). 3.76 (2H, m).3.82 (IH, dd, J=2.7, 10.7 Hz), 3.89 (IH, brd) 4. 09 (IH, m) 
4 22 (IH, dd, J=3.6, 9.3 Hz), 4. 26 (IH, m),4.37 (IH, m),4.59 (IH, m),5.09 (IH, d 
J=4.0 Hz),5.16 (IH, d, J=4.2 Hz),5.80 (IH, s),5.80 (IH, s)o 
10 4 8 4] 

mi 7 51 



Of*-OH ^^^^^ 



FABMS:m/z553[M+H]-' ; s . , /.„ ^ o no ^ 

iH-NMR(D20+DCl) 5:1.70 (IH, ddd, J=12.7, 12.7, 12. 7 Hz) . 1. 76-1. 86 (IH- m) ,2 03 ( 
IH ddt J=3.90, 7.32, 14.65 Hz), 2. 20 (IH, ddd. J=4.39, 4.39, 13. 19 Hz) . 3. 03 (2H 

dd J=7.33, 7.33 Hz). 3. 12 (IH, dd, J=6.35, 13. 67 Hz) , 3. 22 (IH, dd, J=3.42, 13 
67 ni) 3 49 (IH dd, J=2.93, 11. 23 Hz) , 3. 59-3. 66 (IH, ra),3.63 (2H, d, J=5. 86 Hz) 
3 84 (IH dd J=3.91, 10.74 Hz) , 3. 95-4. 04 (3H. m) . 4. 07-4. 10 (IH, m),4.14 (IH. d 
d 't=3 9i' 9 28 Hz), 4. 15-4.23 (2H. m), 4. 54-4. 56 (IH. m).5.05 (IH. d. J=3.91 Hz). 
5'. 48 (lH,'d, J=3.91 Hz). 5. 50 (IH, d. J=51. 27 Hz) , 5. 86 (IH, ddd, J=1.95. 1.95. 11 
.23 Hz), 6. 00 (IH. ddd. J=1.95, 1.95. 10.74 Hz)o 
[0 4 8 5] 

^•/^-jSjj 5 3 

7-.y^it^ -v-3' ■ 4' -y-rtiKp-4" -J^^°-5- ^i^°7^yT;v^:»'>> 
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I'ffc 1 7 6 1 

[-fb 1 7 7 ] 



BocHN' 

BocHN' 




1 N 



O^i^^^^CinSld NH Boc 
BzO> _^ Na 

PMZHN 



[0 4 8 6] 

m\^^m. 5 3 - ( b ) ^ / ^ ^.B^ 

m^Xjg4 8- (b) i3j;r/4 8- (c) <7>^i£t;t^v>. ^atX% 5 3 - (a) cM=^rs 
^fc-^^Ol 5 Omg;^^^. SM'T^'ft^il^ : 5-x^^v-3' , 4' -V-f^LYu- A" - 
j:.tf_ 5 _jnl£T 5 y T;V^:^? (lOmg) LT#/io 

ESIMS: m/z572[M+Na]+ 
10 4 8 7] 
^Iffe-I^J 5 4 

[-ft 1 7 8 ] 

OH 

P, H,N- 




HO 



OH 



3^ 2' , 6' , 3" -7- h t > ^ v^>'^'i^">'^- 3 ' , 4 -VTfih 

«^X^1- (b) ~1- (g) <^:^'St'=e&o-CRlo^^fv^. TIB<75^b^%0. 7 4g* 
[4b 1 7 9 1 

--OTr 



PMZHN 



[0 4 8 8] 



{±liE# 2005-3017571 
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^-v : 120/ 



&^XW. 5 4 - ( b ) ^ s . v..'o 

M^Xfi5 4- (a) -t:i#/i^b^%3 0 Omg^lrffiv^T. ^^X© 8 - (a) j3 i O 8 

Utl 8 0] 



PMZHN 

[0 4 8 9] 

Mi f-X^ 5 4 — ( c ) 

^7tXg5 4- (b) T^^/tjb-^if^Q 7mg^fflv>T®^Xfll - (i) iSiO^^l- (j 

) (Di^m^zm^^mm^^n^^^ nm(Dit^^^: 4- -•r^^v-s' , 4' -z^r^vu 

- 5 -jn.tf T^l^-^:^ -> > (2 Omg) *#/Co 

ESIMS:m/z557[M+Na]* ^ ^ . / „ no oo/^u 

iH-NMR(D2 0+DCl)<? :1.68(lH.ni),1.79(lH,in).2.01(lH,m),2.15(lH,in),2.2l(lH,m)2.32(lH. 

m) 2 32(lH,m),3.2l(2H,m),3.35(2H,m),3.73(5H,in),4.05(lH,dd,J=2.4,10.7 Hz),4.21(2H 

, m) , 4. 25 (IH, brs) , 4. 32 (IH, dd. J=3. 7, 9. 3 Hz) , 4. 38 (IH, m) , 4. 75 (IH, brs) . 5. 22 (IH. J=3. 6 

Hz) , 5. 61 (IH. d. J=3. 9 Hz) , 6. 07 (IH, m) , 6. 21 (IH, m) o 

[0 4 9 0] 

^ifel^ll 5 5 



[<1: 1 8 1 ] 



HO, T F 



ifeX fi 5 5 - ( a ) 



I g. _ (t -^h -3" -N- b V ■7;V:rnT 

^^;vL3' 4' -v't-h Kn v^* (2. 537g) h (S) - 4- (p-^> 
^v-<^v;v':t^v*;v>3^-;vT§ y) - 2 -n Fn^'>7^'^>mi:=^. 9 co:^fe 

ii-^CTRjlS^^ir. Tie<^<b^%3. 3 2 5 g ^#/to 
[-fb 1 8 2 ] 

^OH 

F3C^ o;;;^Xi=-S:2NHBoc 

O HO> < 
PMZHN 

[0 4 9 1 ] 

MjSX@ 5 5 - ( b ) 

m^XSl- (g) <7?:^-&t:=g£v^. MXe5 5- (a) X-m^it"^^ 2. 8 0g/J>- 

Tiao-fb^^ 1 . 7 1 g ^ntio 

tfclliE#2 005-3017571 
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: 121/ 



Kb 1 8 3 ] 



^OTr 



_iNHBoc 

Ha 



PM2HN 



[0 4 9 21 

5 5 - ( c ) _^ ^ ^ 

^^tX^2- (a) (Dijm^m^^ m^J:U5 5- (b) -e^fc-fb^t; l. 5 4 

e>^ Ttfico'fb^tj 1 . 6 4 g ^m^o 

I-fb 1 8 4 1 



HnV-^ HO^ r "-^mub 



:nhboc 

OAc, ~ 



PM2HN 



[0 4 9 3 ] 

^iSX^g 5 5 - ( d ) ^ ^ 

m^£Ifl5 5- (c) -etffc^b^iil 1 . 0 8g*ffiv^T. MX@3 3- (c) O^Y£ 

[^k 1 8 5 1 



NHBoc 



PMZHN 



10 4 9 4] 

Mit Xfl 5 5 — ( e ) 

M7tX®2- (e) <7>:^?£tct^V^ m^X@5 5- (d) -e#/::'fb^tf3 4 Omg75-<b. 
TIBO-fb^itJl 8 Omg=lr#/Co 
Kb 1 8 6 1 



AcO 
HN 



PMZHN 



[0 4 9 5] 

»^XfS 5 5 - ( f ) , , 

m^x^i9- (b) idxifu^xmi - (j) <^:^^t^=f^&v>. m^sx^ss- (e) -e 

ntzit^m 18 0mg>&-?.. II@(?)'fb^%: 5, 6" -VT-*^^'>-3' , 4' -i^T^li 
|.*n_6" _7;v:tn- 5 -J^li°7;V:tnT;V^*~>> (1 7mg) =S:#/io 
FABMS:iii/z555[M+H]+ ; 

aifE# 2005-3017571 
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^ — -J : 122/ 



iH-NMR(D20+DCl) ,5:1.71 (IH. ddd, J=12.7. 12.7, 12. 7 Hz) , 1. 77-1. 89 (IH ni),2.03 ( 
IH ddt J=3.90, 7.32, 14.65 Hz), 2. 19 (IH, ddd, J=4.40, 4.40, 12. 70 Hz) , 3. 02 (2H 

dd J=f32, 7.32 Hz), 3.14 (IH, dd, J=6.35, 13. 67 Hz) . 3. 22 (IH, dd. J=3.42, 13. 
67 ni) 3 29 (IH, dd, J=10.25, 10. 25 Hz) , 3. 59 (IH, dd, J=10. 26, 10. 26 Hz) , 3. 62-3. 
65 (IH, in),3.69 (IH. dd, J=3.42, 10.75 Hz), 3. 90-3. 99 (IH, m),4.02 (IH, ddd, J=l. 
96 10 74, 28.30 Hz), 4. 08-4. 10 (IH, m),4.14 (IH, dd, J=3.42, 9. 28 Hz) , 4. 17-4. 25 
(2H m) 4 54-4.74 (3H, m'),5.07 (IH. d. J=3.91 Hz). 5. 31 (IH, d. J=51.76 Hz). 5. 50 

(IH, d'. J=3.91 Hz). 5.87 (IH. ddd. J=2.44. 2.44. 10. 74 Hz) . 6. 01 (IH. ddd. J=1.9E 
. 1.95, 10.74 Hz)o 
10 4 9 6] 

mmi 5 6 

3" — N — ^ f-Jl^T^V-^:^ '>>' 
[ 1 8 7 1 

--OH 



^^tX@2 8- (b) -r^Wzit^mA. 1 Og=^ffiv>T, ®atX® 1 - (j) O^'^^ 

$ i-m^ixfi 2 8 - (f) 'D^m^'^^xK^Bm-r^-^. mm<Dit^ 

• 3" — N — ^ •f-JVT^V'^:* V > (1. 5 4 g) ^#/to 

FABMS:m/z567[M+H]-' ; ^ ^ . ^ n fo 

iH-NMR(D20+ M)3 ),5 :l.55 (2H. m).1.76 (IH, m)1.87 (3H, m),2.04 (2H, m) , 2. 55 (3 

H s)2 78 (2H, m),2.87 (3H, m),2.98 (IH, in),3.04 (IH, in)3.46 (IH, dd, J=9.3Hz) 

3*57 (IH dd J=9.7, 10.0 Hz), 3. 64 (IH, dd, J=3. 6. 10.5 Hz), 3. 86 (4H, m),3.98 (1 
H. m).4.10 (2H. m).4.30 (IH. dd, J=3.6, 9.3 Hz). 5. 20 (IH. d. J=3. 6 Hz) , 5. 27 (IH. 
d. J=3.5 Hz)o 
[0 4 9 7] 

'^mm 5 7 

[<t 1 8 8 ] 



""H-i^CS^ HO "^"P=^NH 



: 3" - N — j^-^;vt;v^:^7 V > =lr#7to 

FABMS:m/z581[M+H]* ; . „ /^t n o 

^HNMR (D20+DC1)5 :1.19 (3H. t. J=7. 3 Hz) . 1. 42-1. 58 (IH. m) . 1. 62-2. 13 (7H. m).2 
.93-3.46 (9H, m), 3.61-3.92 (8H, m) , 3. 94-4. 09 (2H. m) , 4.13 (IH. dd. J=3.7. 9.3 
Hz). 5.03 (IH. d. J=3.7Hz).5.64 (IH. d. J=3.6Hz)o 

mwE^ 2005-3017571 
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^-i^ : 123/ 



[0 4 9 8] 

mmm 5 8 

[<t 1 8 9 ] 



OH „„Of,5S?-*S:2NHj 

8- (a) ^v^'^v 
3, 2' , 6' - h U -N-t-7^h^>'*>'V*->'l'- 4" ' -N-p-^ V^-^'^'/ 
y;i/':t^->'5&>'V*'->'V-T;V^7t? 6 1 m g DMF 0. emL^XXfiKO. 02m 
Lllv»L. RMt^'J-^Al 4mgi3j:tF2- ( 2 -^'^^ ^ h ^ v) x h J ti Fn- 2 H 

FABMS:m/z597[M+H]+o 
[0 4 9 91 

^tfe#!l 5 9 

3" — N — "^^y ■>VT;V^::^ v > 
[<l: 1 9 0 1 

OH 



H2N 



""SSxS 1 - U ) 0:^fSlCt^£v^. MX#i2 8- (a) -e#/c<b^!fe8 5mg=SrfflV^T 

|l^C)jt:^% : 3" — N — ^>'i^'>'VT>'V'^:* 5^ >" (5 6mg) ^^fZo 
TSPMS:m/z643[M+H]* ; . x . ,r-/ 

iHNMR (D20+DC1)^ 11.58-1.72 (IH. m) , 1. 86-2. 15 (5H, m) . 2. 16-2. 33 (2H . m) 3.15( 
IH dd J=7.3, 13.4 Hz), 3.21 (2H, t, J=7. 3 Hz) , 3. 30 (IH. d, J=7.3, 13.4 Hz). 3.51 
-3' 64 (3H, in),3.82 (IH, dd, J=4.2, 12. 5 Hz) . 3. 82-3. 88 (IH ,m).3.87 (IH. dd, J=2. 
2 'll 7 Hz), 3.93 (IH, t. J=10. 0 Hz) . 3. 94 (IH. t, J=10. 3 Hz) , 3. 97-4. 08 (3H, m),4. 
15 (IH ddd, J=4.6, 10.7, 12.2 Hz), 4. 19-4. 26 (IH, m) , 4.32 (IH, dd, J=3.8, 9.4 H 
z),4.47 (2H, QAb. J=12.9, 16.9 Hz), 5. 22 (IH, d, J=3. 6 Hz) , 5. 81 (IH, d, J=3. 7 Hz) 

,7.54 (5H, s)o 
[0 5 0 0] 

^mm 6 0 



{li|iE# 2005-3017571 
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^--J : 124/ 




(a) <75^-^^it^£oTKS^^fv^> #/i4k^if^^^^Xei - (j) (OUmK'^jt^X^^ 
flU. ^i®(75'fb'^% : 3" -N- (3 -11 Kndrv'-^>v;v) t;v^* v>=Sr#/>:o 

FABMS:m/z659[M+H]+ ; n o oa o . 

^HNMR (D20:DC1)5 : 1.36-1.51 (lH,m) , L 63-2. 12(7H, m) , 2. 89-3. 12 (4H, m), 3.29-3.4 
3 (3H, m), 3. 57-4.23 (IIH, m),4.65 (2H, s),5.00 (IH. d, J=3. 6Hz) . 5. 59 (IH, d, J=3 
.4Hz) ',6.77-6.89 (3H, m) . 7. 15-7. 21 (IH. m)o 
[0 5 0 1 1 

m^m 6 1 

3" — N- (4 - H KP^'^'^^'y^l^) T^l^'^^^v^ 
['fb 1 9 2 1 




MjtXfi 6 1 - ( a ) 

(a) (7)^i£tc1^o-CKtS=^tfv^. #fc4k^%^m7tX@l - (j) o:;^-ffiictJ£o-cm^* 
KL. mm(r)^t^m: 3" -N- (4-11 Fn:3ev^>'i^;v) t;v^:^ >=Sr#^^o 
FABMS:in/z659[M+H]" ; 

NMR (D.0+DC1)<5 : 1.35-1.48 (IH, m) , 1. 60-2. 10 (7H, m) . 2. 87-3. 09 (4H, m) . 3.25- 
3 42 (3H m) 3.54-4.04 (lOH. m) 4.08 (IH, dd, J=3.6, 9.5 Hz), 4. 14 (2H. qAb, J=13 
.2, 16. 3' Hz), 4. 97 (IH. d. J=3. 6 Hz) . 5. 57 (IH. d, J=3. 4 Hz) , 6. 74 (2H, d. J=8. 5 Hz 
),7.17 (2H. d, J=8.5 Hz)o 

[0 5 0 2] 

mmm e 2 

Kb 1 9 3 ] 



^OH 



H2N 



^^Hm 6 2 - ( a ) _ ^ ,4.0,,.,- -.^uiv 

m^X^2 8- (a) (Dl^mi-m^. ^y::^7)l'r^__V^(DiXt>^Km- (t-^h^v 
5(7;v.i?-;v) y^>XT;V7"li K^fflV^-CRjS^tTV^. #/^'ft^%^m^X® 1 - ( 

aiiE#2 005-3017571 



#11 2004-013642 



y<--J : 125/ 



FABMS:m/z658[M+H]" ; x . o ,n /.u ^ q ^ 

^HNMR (DsO+DCl)^ : 1.37-1.50 (IH, m). 1.63-2.11 (7H, m) . 2. 90-3. 12 (4H. m). 3. 30-3 
43 (3H m) 3.58-4.05 (lOH, m) 4.09-4.14 (IH, m),4.32 (2H. qAb, J=13.4. 15.6 Hz) 
,5.01 (IH, d, J=3.7Hz),5.60 (IH. d, J=3. 5 Hz) , 7. 31-7. 48 (4H, m)o 
[0 5 0 3] 

mmm 6 3 

3" -]sr- (2 --7 j^-;vj^^jv) t;v^:^'>> 

1 9 4 1 



x2rA HO I NHg 



#«L, 3" -N- (2-7^-;vi-5^;v) t;v-^:^7~>>'=^#/^o 

FABMS:m/z657[M+H]+ ; n . on o no /ru ^ q qt q 

iHNMR (D20+DC1)5 : 1.28-1.41 (IH, m). 1.55-2.02 (7H, m). 2. 80-3.03 (6H, m), 3.21-3 
.34 (5H, m), 3.47-3.97 (lOH, in),4.00 (IH. dd, J=3.7. 9.5 Hz), 4.90 (IH, d. J=3.7H 
z),5.52 (IH, d, J=3.4 Hz),7.05-7.18(5H, in)o 



[0 5 0 4] 

^jffeM 6 4 

3" -N-T ^ vV t;v^^'>> 
1 9 5 ] 




MitXff. 6 4 - ( a ) , ^v*.c,^v 

ti^j»L/3o N, N' -e:^ (t e r t-yh^^-^;V'i^"^^) -S-^^ 

V^:tm#4 OmgON, N - v''^ ^^V-i^ >'l^ A T 5 0 . 2mL> hi;-3i^;V7^ 

^^ 0 0 3 4mL. is J; m^<l^7XII 3 SmgON, N- T 5 FvMO. 2 
mL"=^JllI^in£. ^^aiiT3 0#raWb/^o roR)SfS=lrML/im. 

i/t; 5f;y;V;5?7Ai^n-x' h ^^9-7^ - (^^ n n A : ^ ^ / - 1 0 . 1) 
-eitmb/^c ^^^'^ #fc<b^!i)=^m^x^ii - (j ) 

jb-^^ : 3" vV T^V-^:* (4 3mg) ^#fCo 

FABMS:m/z595[M+H]-'o 
[0 5 0 5] 
6 5 

tiiSE# 2005-3017571 
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: 126/ 



['ft 1 9 6 1 



-.OH 

HN^'*'^^HO^...,.^r 

Of^jS-^^S^NHi 
HO. 



HgN 

m\^TM^ 5- (a) ^ ^v*-v^> 

v;v':^-^v':^^V*-^^T;V^*vy 1 0 2mg^. ^ 7 - ;V 4 m L 13 W L. 

FABMS:m/z580[M+H]*o 
[0 5 0 61 
6 6 

[-fb 1 9 7 1 



- o 



^^X5gi- (i) o::^-^ir=g&oTMjMb. liao^b-^J^: 6' -n- (2 

— H Kn^~>^> T;v^:*>^>' (2 7. 4mg) '^^■fzo 
FABMS:m/z659[M+H]*o 

[0 5 0 7] 
^jffe^ll 6 7 

6' -N. N-l:f>^ T;V--g:^->>' 
['fk 1 9 8 1 




^itX@ 6 7 - ( a ) ^ , ^ ^ V. -, n 

mitX5gi2- (b) -e#/;^b^t;6 2 omg^. n, n-s^';^^;v*^v^t^ M Om 

(2 1 Omg) ^Mk.. Qmmm\^fzo ^O^^l^h V^-^;VT<>*Stlx^^ 

ffiiE#2 005-3017571 
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^-v : 127/ 



6 4 Omg^#/So 
[<b 1 9 9 1 




BoaMN-*-^ HO r^'^'^WZ 



BocHN 



HQ--* 



[0 5 0 8] 

^nS Xg. 6 7 - ( b ) 



i^X^6 7- (a) -etf/c'ft^lJe 4 Omg^. i/:^ df^-ij- > 1 0 m L . ^^y-;HO 
mL. ^ XX/tKS mL(DmmmmL-. 7Km4k^^°9v'>^ 1^7 Omg>lrtn£T. yK^ffi 3 0 

;V : tK- 1 : 1 <7)yM-C-^»> ^m^M^® L-CTiacT^jt-g-® 5 6 Omg«r#/Co 
[-fb 2 0 0 1 



BocHN 



[0 5 0 9] 

WL 'i^ 6 7 ( c ) 

MXfl 6 7 - ( b ) Tif /i'fb^t; 9 5 mg=^ ^ ^ ^ - 5 m L ^ (DKlBi^Z 

l^b 2 0 11 



BocHN 




[0 5 10] 

M-^XS 6 7 — ( d ) 

m^tX^- (c) -e# f^jt^t/ (D21mg^. 7K2mLj3J: mmo. SmL^m^L. 

)]/) r)\^^*'y> (I3mg) =Sr#/io 
FABMS:m/z639[M+H]% 

miiE# 2005-3017571 
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^--J : 128/ 



[0 5 111 

6 8 



^^2 0 2 1 




HzN 



^- in .X^. 6 8 — ( a ) 

m^Xn 1 2 - ( c ) -etffc'fb^tJl 0 9mg=l:. N, N- ■^JV-i^-'VAT ^ ^ 

Vf-:fm*4 ImgON, N - v ^ A T ^ K vOT 0 . 2mL. > ( - 

> 0. 0 3 2 mL. ioXm^itymS 7mg(Dl^, N- f-;W*;V-f^T2_ ^ J^O 1 m 

■ g' _]si — T;V^* v^' (5 3mg) ^#fco 
FABMS:m/z595[M+H] + o 
[0 5 121 

^mm 6 9 

[4b2 0 31 



MXS 1 2 - ( c ) -e#fcjb^t;l 9 6ing^, p< ^y-;V4raLt'ML. 

FABMS:m/z580[M+H]*o 

[0 5 131 
^M^J 7 0 

[-ft 2 0 4 1 

^OH OH 



HoN 




i±i|iE# 2005-3017571 
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^-v : 129/ 



mikJim 7 0 - ( a ) 

®^Xfl3 0- (d) -^If /c-fk^^^S 2ffig^, ^^7-;V7mL. 7X 3 m L . ^ J: 0=1^ 
mo. 2 mL(7)Y^?t^ii#t|L/co ^(Omm^m.'lt&^S Omg^tinx., 7X*J± 4 0 1 b s 

- (j) twim<DijmKxmumL. mmojt^Si^ : 6' -r ^ y -rr^ 

y-6' KndrvT;v^*^>:/ (Slmg) ^#f^o 
FABMS:ffl/z583[M+H]% 

[0 5 14] 
^MM 7 1 

6' - (2 -T< y j^5^;v) -6' -f-'T^ y 7;v^:»'>^^ 



MjtXfg 7 1 - ( a ) 

m^UmO- (c) -e^fcjb-^^cT) 7 5mg^^ nn>^;i/A 3 mL 
tCPhs P = CHCN 6 Omg^Hnx., 4 0 t:(C-t: 1 2 B#^«#L/co ^ OKJS?S=lrMJE 

;v=2 5 : Dt'TfflML. TiB<^'fb'^% 5 4 m g ^#7to 



[0515] 

Mj&XS 7 1 - ( b ) 

^atX@7 1 -(a)-e#/^>fb^Ji>5 4mg^. y ^ 7 7 m L . 7|c3mL. *5j;t/I^m 

0. 2 mLOvtmtrv#tf Lfco ^(T^Miim^fte^S 5mg^t)nx. 7K*ffi4 0 1 b s tCT 

. (j) tmm(o-:Mmxmi^mL. mmoit^m: 6' - (2-t5/j^^;v) -6' - 

7="T5 y T;V^^>'> (19. 8mg) ^%fzo 
FABMS:m/z581[M+H]+o 
[0 5 16] 

mmm 7 2 

6" -T^K-e" -•7^:t^'>7;V>^:»'>> 



[-ft: 2 0 5 ] 




HO, . 



[<b 2 0 6 ] 
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^--J : 130/ 



[<b 2 0 7 ] 

H2N 

mmum 7 2 - ( a ) 

ii^tXfi 3 2 - ( b ) X'^fzit^^^ 1 0 0 m g V ^ T 5 K 4 m L 

L. T h U A 6 5 m g *tip£. 9 0 °C ICT 2 2 Bf Pb^M^ L/io C: <7)KJS?t^^ 

[<b 2 0 8 ] 




IHBoc 



[0 5 17] 

mjtX>g 7 2 - ( b ) 

^^X^7 2- (a) X-ntz'it^m 3 0 m g ^ . :^ i^ J ~ )U 3 mL K^MLs 2 M tK 

m^x-^m^k. mmmmi^fzo Lxntz^t^^kj^t. mitxfii- (j) tmm.<Dyj 
m^^xmmnL. mu'^it^'^: 6" -ri^^K-e" -rt^'yr)^^:^zy> (smg) 

FABMS:m/z578[M+H]-'o 
[0 5 18] 

mm] 7 3 

[<b 2 0 9 ] 




MitXfg 7 3 - ( a ) 

m.MM7 2Xnfzi\:-^m (6" -T>?K-6" -7"":t^v'T;V'^:^;i/>') 2 5mg^, 
7K2 mLiSit/^ ^y-;V0. 3 mL tCv#PL/co covMt::^^°7 ^7 i> 1 0 m 

h^Mtt. ^?s^?ftiii£iiiL/co LT#7^cfb^if^^s^tx^ii - (j) tmm(Dum 

xmm.L. mm(Oit^m : e" -7<y-6" -7"^^vT;1/^:^ v> (12. 6mg) 

ffiiE# 2005-3017571 
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^-v: 131/ 



FABMS:m/z552[M+H]* o 
[0 5 19] 

mmm ? 4 

['fb 2 1 0 ] 



NH2 




MjgX@ 7 4 - ( a ) 

^^Xfll- (a) -etf/^4b^%l. Og^ i^'>' 2 0 mL iC^tftlL. 
T 5 7 1i V > 9 0 0 mgi3 J; h U f-Jl' ^ n ^ F 5 6 0 mg^iDx., ^ coKJS:>?S:=Sr 7 0 °C 
iCT 4B#rBia#LfCo Cl(^;^)Sl^t;ftl7tcB^M0 . 9 mL =lr1]nx.. ^7m-e 1 6 

, te7Xi)^m-^ ^' ^-^ V ^ A -ei£it L o ^ <7) mw. ^ -Msmii L . as * V y ^ 5^ 7 A ^ 

^mi. 2 4 g Sr#/io 

ni:2 1 1] 

TrO^ 



I— BocHN- 
HO I 



OAb 1 ^o-T-^-^-v- NHBoc 
OAc, 



BocHN 



[0 5 2 0] 

Mife Xfl 7 4 — ( b ) 

S^tX^ 7 4 - ( a ) -e#fc'fll^tJ4 8 Omg^. J^- t-;V 3 m L 

: DtC-CffiSL, TfSCO^fc-^tl 2 0 Omg^#/Co 
Ut2 1 2] 




[0 5 2 1 ] 

m.^x.m 7 4 - ( c ) 

MX>g7 4- (b) -t^#/;>fb'^%2 0 0mg*^>-b"> 8 mL*5 J;tF>^^•f-;^^;V53^df 
v K 1 m L L. V ^ n i/;v ;V4^" v 5 F 1 8 0 mg. tf V v > 4 6 mg. ^ <£ 

miiE# 2005-3017571 
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^--J : 132/ 



[0 5 2 2] 

mi&T.m 7 4 - ( d ) 
m^txe7 4- (c) -C#/c<b^f^9 6mg*s ^ iJ' / - 5 m L l^vt^^ L, 

^hiz, i cD^jSvtl^ 2 M 7jcm<b^ h V A7Kv#?i£ 0 . 3 m L ^r^Dx. 0 . 5 BtF^m^ 

1- (j) trnmoy^mx-mumL. nmo^t^m: e- -•r':t^'>-6" - (a-^jv 

7is^) =.)V) T)V^iji/l/ ( 3 1 mg) ^%fZo 
FABMS:m/z622[M+H]*o 
[0 5 2 3] 

mkm 7 5 

6" -f-'^^v-6" - (2 -7^ y r^^rn^^ij-yy 



MjtXfg 7 5 - ( a ) 

^itX@7 4- (d) K^X@7 4- (c) 7 0 mg^: N - ( 

t e r t hdr->:^;;l'5K-;V) J^^VVS^'T 5 > ii =SrRJS$-ti:. :gS<^'fb'^J^ : 6" 
-r^^^y-Q" - (2 -T5 y J^^-'V) T5yT;v^:^'>> (2 6mg) ^#/io 
FABMS:m/z595[M+H]% 

[0 5 2 4] 
^MM 7 6 

6" -r^^:^'f-)vr)v^iji/y 



['ft 2 1 3 1 



OHC 




BocHN 



[^b 2 1 4 ] 




[<b 2 1 5 ] 




m^TM. 7 6 - ( a ) 



ffiiE# 2005-3017571 
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^--J : 133/ 



IM i-VV^J^y Y^i^V ■ y^ y 0 . i m L ^Mt. ^f^tcr 3 o 

LfZo ^hiZ^ ^COKJS^fttC- h ^ > 0 . 5 5 m L *l)n;iT. ^SlZT 4 BtFa^mS^f^ 
Hb2 1 6] 




[0 5 2 5 ] 

MjtX^l 7 6 - ( b ) 

MXfl7 6- (a) -e#f^jt'^%4 3 m g :3^^7-;V2. dmLi^XVy^Z . 5 

> : ^ iS'y-;^ : T>"^-T7fc= 6 0 : i 0 : Dt'TfflML^ Tieo'fb^tJi Omg=lr# 

/Co 

[<t:2 1 7] 




BocHN 



[0 5 2 6] 

MjtX@ 7 6 - ( c ) 

«SJItXe7 6- (b) T"#/:fb^%<7) 1 On^t^. 9 0 % h V •7;V:^nS^m7lcl m L ^tn 

Ltr 3 IIlf5fefl^L/:o $ tc. ^ 07Xii T >'^- T7X1:- p H 7 Jl'^'fp t/if^:, CM-Se 
p h a d e X (NH4 + ) 2 OmLlCTffimL. SMcT^^b-g-tJ : 6" -T^ ^ ^f^;VT;V 
^*'>> (0 . 3 g) =tr#/:o 
FABMS:m/z582[M+H]+o 
[0 5 2 7] 

m.mm i 

1 . mmm 2 . ^jfef a 9 , mmm 1 3 . mmm 1 s . 2 4 . ^jtf n 4 4 . a 4 
4 , mmm 4 5 , mmm 4 s . 4 9 . 5 1 . mmm 5 2 . mmm 5 3 . mm 

fl)5 4. *lifB7 6) ^fflV^T. MRSA (MRSA-HR, MRSA-LR) KMir ^M^^^^U^l^ 
m (MIC. ju gXmL) ^S:$:'fb^5^iS^^-^t'mt/:*5c¥»fl&t^i '9MfeL7t 
o ^: <7),^*. mmmtm^t^m it . MRSA-HR5» tcMLTMIC-litSmT^^L. mrsa-lr;» 

ffliE#2 005-3017571 
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^-i^^ : 134/E 



liZMLXMl Cm^iikT^^LtZo #MBS5 5 - 1 6 4 6 9 6 -i-<Zr#t::iBm<7)T;U 

^iJz^yiZ-o\^^xmm^zn^Lfzt^^^ MRSA-HR^ftJr^L-CM I Cfle 4 ^^L. MRSA- 

p. aeruginosa PAOl) KMir ^Myi^^'Wm.±lAM^MmLfz t :z MIC{it4J^T^^ 
Lfzo 



miE#2 005-3017571 



#J1 2004-013642 ^~-J : l/E 

mm] 




mfiE#2 005-3017571 



004-013642 



m m A 



[000006091] 



1 . H 1990^ 8^ 3H 



1 6-^ 



ffiiE#-^ miiE#2 0 0 5 - 3 0 1 7 5 7 1 



#M 2004-013642 

m m A m M m m. 



^--j : 2/E 



mm^^ [ 0 0 0 1 7 3 9 1 3 ] 

l.^M^^B 1990^ 8B10H 

m m:^fl5p°nillE±^|iiS3 Tg 1 4#2 3-^ 



miiE#-^ m»E# 2005-3017571 



